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(57) Abstract: Among compounds represented by the following general formula: 
[Chemical formula 1] (1) compounds having antagonism to CXCR3 are useful in 
(|) preventing and/or treating CXCR3 -mediated diseases such as inflammatory or al- 
lergic diseases, metabolic or endocrine diseases, cancer, infectious diseases or dis- 
eases accompanying infection; and compounds having 1 1 /? -HSD1 inhibitory ef- 
fect are useful in preventing and/or treating diseases caused by the production of Cortisol such as type II diabetes, impaired glucose 
tolerance, hyperglycemia, insulin resistance, lipid metabolic error, lipemia, hypcriipidemia, hypertriglyceridemia, obesity, athelo- 
matous arteriosclerosis, syndrome X, Cushing* s syndrome, hypertension, cognitive impairment, memory impairment, depression, 
anxiety, dementia, Alzheimer s disease, osteoporosis, glaucoma or immune diseases. 
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2-[(l, 3, 3-hy^/V-6-7lFf ^d[3. 2. l]^^-6-^yW)^/V]^V-^V 
-1, 3-^-/V, 1-[(1, 3, 3-hy^^/V-6-Tiffv'^a[3. 2. l]*-^-6-^ 

fV)^jV\-2-^-yy—jv^ 6-(5-^D^-2-^hdfiy^^/v)-i, 3, 3-hy^/v 

-6-Tift^>^n[3. 2. l]*^^^^ 4-[(l, 3, 

n[3. 2. ll^^-e-^)^^]^^— h*sit/6-(4, 5-^h^-2-=h 
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/V)-3-[(l, 3, 3-h!W/V-6-Tiffc*^n[3. 2. l]^^6-^/V)^;V^=/V 
[K^if^/V^T^K, 2, 4-^nn-N-{4-[(l, 3, 3-Wf-Ar-&-TW 9 S 
i7n[3. 2. l]^-^-6—</V)^;Vfc^]7^/V}-<^XT5H\ N-{4-[(l, 3, 3 
-hy^^/V-6-T1ff^a[3. 2. l]^*-6->l7W);&7Vtf?— /W]7rc^V}^7 
ai^-2-^^^T5Kv4-(7'v'7V^^)-N-{4-[(l, 3, 3-MJ^/W- 6-Tif 
lfi^n[3. 2. lj^-^-e-^/Vj^^/^^^^J^O-XT^K, 2-i7nn-4, 
&-S?7/Irf*-D-N-{4-[(l, 3, 3-MJ^/V-6-T1ftf^o[3. 2. l]^^-6-^f 

/^/VTj^/vj^^/vi^yXT^R, i, 3, 3-hy>^-/v-6-(4-7^y^^^/ 

^V) -6-Tlf tV^n [3. 2. l]Jr??>, l-{4-[(2, 3, Z-Y^^V-Q-Tfyf'y 
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PP-N-[3-(MJ7;V^-P^W)7ai=/V]-3-[(l, 3, 3-hy^^V-6-T1ft^ 
a [3. 2. ll^-^^-e—ry^^yv^yvj^^ifV^v^^T^K, 6-[4-7^n-3 
-(^e;U/3Ny^-4--f^/k*^)^^yv^]-i, 3, z-W5-Ar-o-7Wi/#v 
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^rvl^^/Vj^^if^/V/j^T^K, 2, 4-v ? ^nn-N-{2-[(l, 3, 3-+!^ 
/i^-6-TiftV^n[3. 2. \]^df-Q-^;v)^;v^;V]y^;v}^.-y^T^Y. 2 
-^/v-i-({3-[(i, 3, s-hy^/we-Tififv-^nEs. 2. l]*-**-6^f/u) 

^/V^=/k]7ai^}^/V*=/V)^^Ky^, 2-{4-[(2, 3, 3-hy^^-6-Tif 

if^n[3. 2. i]^-^^-6-^r/v)^yv^— jv]yzt.—)v}-m-' fy-iVK— /v-i, 3 

(2H)-v^->\4-:/p^-N-{2-[(1, 3, 3-hy^/W-6-Tiffc*v^a[3. 2. 1] 
^-^^-6-^/W)^/VjK-/V]7zn-/V}-<^if^/^^T5H\ 1, 3, 3-t>y^VV-6 
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N-{2-[(l, 3, 3-hy^^/W6-T1flfv'^t3[3. 2. l]^-^^-6-^)^/W^/V 
]7;c=:/V}-2-795K, N-7^/W-4-[(l, 3, 3-by^^/W6-Tiflf^n[3. 
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, 3, 3-hy^^-6-[4-(^v*y^-4-^^/v*-/v)^^y , -r/v]-6-Ti^t''i/ 

*u[3. 2. l]^^N-{4-[(l, 3, 3-hy^/V-6-Tift^n[3. 2. 1]^ 
^-6— f/v) 2-^tKDT-fe^-7^w^-5-*/^'¥1KK 
% 4-^/l^-N-{2-[(l, 3, 3-hy^^/V-6-Tiffc^n[3. 2. l]^^-6-^/V 
)*;^=;V]7i^}'<yX7$K, 1, 2, 2-hy^/V-6-[4-^fVl--3-(fc°^y 
^-l-y(;V^;V^=.;V)^.lyyy(;V']-Q-T^^niZ. 2. l]t^,4-^nc 
-N-{2-[(l, 3, 3-hy^^/V-6-TiffV^n[3. 2. l]^"^-6— 
/v]^^/v}^<vif>^v^^T5h\ N-{4-[ (i/7/^np<^)^]:73^W- 
2-[(l, 3, 3-hy^yV-6-Tift"^n[3. 2. l]^^-6-^)*/^^]7^ 
y^io^N-(4-^^V7^/V)-3-C(l, 3, 3-hy^yV-6-Tift^n[3. 2 
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p<^/V-6-T1flf^n[3. 2. l]*^>\ (4)6-[2, 4-t^(2-7 c nfc°=;V^^ 
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>\ (6)6-[3-^7^n-4-(2-7 P Pt°^^v/)^V^/V]-l, 3, 3-h!W/V- 
6-TiftfV^n[3. 2. 1]^^, (7)6-[3-^na-4-(2-7 P nt°^/^^)^y 
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^-6-[4-(4-^^^"^/V^^)'<^v ? /V]-6-Tiflf^i3[3. 2. l]^*^ 
(l3)5-(2-^nt^/V^-^»-2-[(l, 3, 3-hy^7V-6-Tiftf^n[3. 2. l] 
3rW-G-' <JV)^)V]7x.;—;V, (14) 6-[2-^h^^-4-(2-^Dt°^/V^-drv') 
--OvVl-]-!, 3, S-'ry^^/V-e-Tiflfv^nCS. 2. l\ir??>\ (15)6-[2-^n 
n-4-(2-:/pfc 0 -/V;t^v-)^yv?/kl-l, 3, 3-hy^^/V-6-T1ft'^^n[3. 2 
. (16)6-[2-nihdriy-4-(2-7 P nt 0 =^drv')^>^]-l, 3, 3- 
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^^/V-6-Tift"V^n[3. 2. 1]*??^ (24)1, 3, 3-hy^^/V-6-(4-ynt° 
/V^O-y^/V)-6-Tiffc^n[3. 2. 1]^^ *5±t^(25)6-(4-^h^r^^ 
3, 3-W9vV-6-T1ffc^n[3. 2. l]^^;6>ib#5ll/^bjif:f 
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17. g B^^*o^^^J;^/*fcJ4?&^J-efestiffEi6iB«oE^a^ 
is. mmmm<D--$Bc&(X) x^n^t^m. wm^tcnwmm^m. $tz 
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m. ft&mm. m&mmm, mumm. Tm&m*m®m* tnf a ®mm. -? 

19. -$5£(Ia) 

urn 



20. ii^-¥Lsmummxhmm2WM<DmMMm. 
LP-i^wrfmm, js 3Th^-t])y^^mm, ppart^~*k y^yy-b 

24. -jRSKlb) 



H H 




\ / 




WO 2005/035534 



12 



PCT/JP2004/014864 



25. — j&itdc) 
Mfcll] 



26. atfsaiiB*©-jttS: (i) -e^ti^bim *©£*fc»*<0i§jK?p*K *fe 




Mbi2] 
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3i. ii 0-HSDivmM*$m-rz>tc#xD, mmmmo-^iox^^^ 
[oon] $kAx^tiz>mm^y?*m\t\t, ~&M)<DnAK&^xm^tstix^?>m 

tt^hX\ ^Xh iv \ If ^njRfc$fet!ll*©Jg'gTg«ISrJP^.5^i:»!: ioT^-f 

[0012] dfc v ^tllAf*l(l3ft± *TI6 fcteBfcfcv vr r J3£&£#A/cv N-ob«tv \ 
gtA£LT#?£L<Ji, 
Mbi3] 



TlftWl^tt, mx.it, 6-T1?t^n[3. 2. l]^-^^> 2-T1ftr^a[2. 2. 1 
]^^-5-^>, 2-Tiffi/^p[2. 2. 1]^7°^V, 2, 5-v?Tif tfv^n [2. 2. 1 
]^7°^ 2-^f-5-Tift'^n[2. 2. 2-Tiflf^n[3. 3. 1 

2-TiFtfv^P[2. 2. 2]*^^, 3-Tiffc"^n[3. 2. 2]y^V, 3-T 
f-V^D[3. 3. 3, 7-^TiftV^o[3. 3. l]y^^^#tf btlZo 

&A£L-C$fetC$f£L<Wu 
Wkl4] 
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[ooi3] SAttffigc©Kjfcs&#LTv^j:v\, &M<Dm.Mmtewm^mtmmizi-i 
om, #*b<tti-5«B*bTv^j:v\ mAvw&mbvxiL mm. am 

, (10)^yB, (ll)^-*^y*, (12)ftiStrtLtV^«tV^III, (13)« 
^S^UTi^-Obivv*/!^/;/]^ a4)M&S£^LTivrt>J;v^/w^>i7v 

-6T/W3^*/V#=/VS^f), (17)^/V^S(-SO Hh (18)^/V^/S> (19) 

4 3 

jj^Vg, (20)T5vV&, (2lHSyg, (22)-B(OH) (23)#|;i{^ sM'S 

2 

[ooi4] ^A(DmmSib-c© r g^s^WbTv £v >^b*Sf Sj fciarts reflate* 

fvK ^n^^>yioifvl<\ ^p^dfi/yK/nfcVl^ l-^/V-l-i^o^^vyV' 
tf/UigV) (C3-8^^oT^/V)-(Cl-4T/^k) S^/^ff fcjfc^ rgi^f 

X=^K — ^fir— /V, ^T=;K 3h77^K ^i/rc-yl^ ^^fcn-/^ -xdf 
Hj-^nrvK #?jr*?3uz/U, ^i^y^^/K ^>?}>y^^/V % 
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„ ^^/K ^r^=./K -?**M~;K x-y9 9 M~)\>. 

^*^M=-;v, ^-f^M-fr, *W*M^)V^ ^*y-h x M~/K ^zftVM-fr 

i/?v^7°#>. i/2v;-ri/, -^pf*V, ^D|)yr*^ 

y, s<—tYu~r7?]/y s t\?v^7°?U>, ^.t°P[4. 4]y-^ *1: 0 p[4. 5] 7* 
#^*fc°n[5. 5]^>^^, fc*v^n[2. 2. t±V^n[3. 1. 1]^* 

y„ ^n^p-fel^ i/fu^zf^^ ^d^t 1 ^, v^n^i^S^x^ i/^a^ 

y°5^y, \fy^uy, as-Jy-y-ty, s--<yy±>, 7±"^7T^ Tt-tv^v 
y/^uy^y^-ru>^\f^u[2. 2. \]^y°^-2-^y, tf^n[3. 1. i]^ 
■79-2-^ls, bT v^p[2. 2. .2]***-2-^y^©r3-15Jt*&fn»l^bkSf 

[0015] ^AOg&gtLT© rs^s^rWb-cv vtfc «tv \&ft**£j JS*5*« rg&£j 

frys* =h*«> 3j-^ys, ^**ys % th^m. wy>v*u^;vm 

zomitfrmmuz, m^<Dmik^mmitmm^mt>ir 0 h rsy 

& ^pyvj^T-, v-rys, ~hp£, **yg, 
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30&#LTV*TW:v^3SSUk (3)T$y3k (4)0iJ*J;fT-fcfvKr^A 

**y\ t^a */w^>f/i^t-eiB*sn-cv>-cfcJ:v\ ), (6)#j;li2^/vx>v*~ 

M/W^;H, (&)7^=.;V*;V^;V^ (10) s"-vff>m7- (Mx.lt. 7y$ 
,4tt*,A*,9*JlM», (ll)*/^*^^ (12)S/7V£, (13)~hnS, (14) 

*^ya, d5)^*^ys, (i6)*i*£, (i7)^jxifyh^y,^h^v',y 0 n^^> 

, JiTTvittis* l/Hr'A -fA/h^rA s-y^iA t-^h^i^, 2^n^¥5//M*" 
/Vo*-^iA **^J/Vtti^<DCl-S7/te**s^ (18) mx.\t*/?v^is/Vtt 
is*$<DC3-8is*vTJl'a*i/m s (19) «*tf/>uyxiR^T?118te;|vrv ^Xi>£ 
VNy^/^^S, (20)^/V^^hS, (2l)#J;ttf;><?Vl^*\ xf/^^n-ynt 4 
-fy^nfcVWf 1 ^-, n-y'^/V^-^-, t-^f^f^©Cl-47MA^j- 
(22)y^=/W^^-S, (23) ^/^^/V*, (24)N-y^/VT$y^^=/V, 
N-i yyn^i//M^/WT5/#/V^/A N-^fA-N^P^>A->f'A'7S 

i-8^<b7K*Sx^$tufcT5^^^S(^-c, i©rft-fh**a6jri, iff 

r*^3S, (26) «x.iiy^/wT5y^*=/^o^k**s-ce^$tufcT$y 

•fo )> (27)^j^«v ? y^vT$y3i^T5/^v^/K &*'*w%s7xi\:a>7% 
y^^^©T5yS^tti^ti^^7k*S^J;oTB*$ixfcT5y^*= 
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Cl-6TyV3dr^7^-/VS, (29)^yv*S(-so H), (30)*/K7>iV^ (31) 

3 

(32)T5$V£, (33M$7S, (34)-B(OH) (35)Wx.tf^^ 

2 

/K7w~yK 3&A'W74~A^ttl-4TA<*A'a/U'7<(=Jl' > (36)#l;i}i, * 
A-^K Tir^vK ^"ntr^-n/K y^!J/l^©Cl-6T^S, (37)^>-y-|7K (3 

D (39) tf axfcifcv ^L5i@(Dg^s?r*L-cv vct> ±< , fi&g<o«2 
lt© m&m*%i>x\, vtfcii ^SMbJc*£j fcfctts rg&gj £lt© r^gm gt 

[0017] r3-15M^fP^, rillifcttHai^fi^lSjfcLrttW^tf , tfn-/K 

/k hVT^—/K xh^y-zK t^y— trys^ t°y t°y 

£tt*flt, ^^if. ^f^K-;K ^y^K-zi^ *<yS7T^ AV^/yyV, -<y 
y^y^y, jy^yStty^y, jyyy—tv^yyy, <<y*rSl)y, zfyy, y 
fjity, yy-v^y. y-yf-wy, *;*y-yy. *rt~sr&* ->w!)y, ^y^* 
•y-y— /k ^.yy^-ry— /k ^yy^yy—zv, ^yyyy-fy, ^.yy^r^r 
y—/K ^y>yry— /k j3-#^y^ r^y^y, 7±t^y 

^y/7Ty. wwiy, x^-r^hy^ 7*^>hny^, ^yss^s 

7>» x^tv, *-*ik?t$^ #*-»H?fcx ^-y-v^Tif tv, f-r 

v^, f-r^T^y, *f-r-®dy. ^TVTtvy, sfyWity, 'yj-T-f-ypuy, * 
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^TiffcV, drif^V, 7a^T^>\ 7x/#ti?y, y^/drf-^V, fT^ 

fnyy, ^yyyy, i-yryy>\ xh^yy^, t-^yy^ ^tKnt-y^ -rh 

7tFnt°y^, ^tKDlf7^, xhWnt'^v^ v'fcKafc-y^v^ xh^tKn 
fc^v^ ^fcRntfy^v^ xh^tRnfy^v^ ^h^tKnhyr^, ^fcRnT 

>\ i^Knt 0 ^ ^tKo^-^r-fefcV, 7^9tKn;*-3H?fc°>\ v?tKoft7xy, 
tKo^t°7^> ^tKn^mtV, xh^fcKnf^fcV, ^fcRa^-tf-y-vK v?fcR 
n^y^^y— /v, i^K^ry— /k ^tFtM-y^ry— /K ^tKn^ifv, 

iffcV, ^tKa^Tv'Ty— /V, v^tRn^Tv^ ^kKof7i?7v>y, v^fcRo^T 
iffcV, T^h^tKn^T^tV, ^fcKn^T^T-tffcV, ^9tRn^-7v 5 T-trfcV > 

y^-^-^3i> N ^fcFn^y^^y^^-y^^, v?fcRn-f:/^y— ;K ^tKn^yy^, 
xh^tKo^yy^, ^tRt^-y^/y^ ^h^tKn^y^/y^ ^tKn^^^ *r 
Yy^uy^y^, ^tKo^y^y^, xh^tKn^^y^, v'tKn^ydf-f-y 

xh7tKD=¥/^-y-y>-> v^tRu^yy^ T^tRn^yyy, i^tKo^wy 

xh7tKn^wy>-, ^/^Df7^, ^fcRn^^y^l^i^ i^fcRn^ 

^y^Tv^/, t^vV^/i^y^, ^tRn^^y^u-y— /k ^tKo^^y^ry 
— /k ^tKa^^y-r^^y— ;k v^Rn^^yTiftv, xh^tRn^^yr-tftv 

% ^tKn^^y^Tif fcV, xh^tKo^^y^TiftV, ^^y^^-t^iA S?tR 
D-<^y^-df-y-^tV, -rh^tKn^^y^-dr-y-iftV, i*:RP#/W^y— /K xRy 
tRn#/W^y— /V, v?fcRo-0-#/i^y^ rh7tKa-j3-^JK!)y, v?fcRaT 

^yvV> xh^tKnT^y^s v^tKo^^yy^, v^tRn^^y^-y^ 

T^ytRni^^yy^ T^tKa^^y^ya:^ s^riHvyyH^y 
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*yy, ^/WV, 6, 7, 8, 9-^h9kKo-5H-hTyK[4*, 3' :4, 5]fc°tm[2 
, 3-b]t°y^>, 2, 3, 4, 5-^h?fcKo-lH-tf!JK[4, 3-bM^K— A\ 6, 7, 8, 
9-xh7tKn-5H-t°!;KC3', 4' :4, 5]fc°DP[2, 3-b]fc°yS^ xh7fcKD*t°o[ 
S/^P^MJ-V-l, 2'-7n[2, 3-a][l, 3]$***y— /K 2, 3-^fcKn-lH^< 
y^[de]^y^yy^ S*Oo/[b, f][l, 4]**^i?fcV;r^fcKn^:n/[3 ) 2-c 

r«t*fctt=g|5^*Stj£L-CWu mtf r^yvV, TWv^y, b°ny^y % ^ 

*vy^> % hyryy^, wy>:?y, t^yye^ e^ys^ t°^v^ 
-tftvoyr-fef/^K /<— tKa7y^y(7y*5') % ry^>\ 

^ "rYy^Ynyy'y, xhytKnt 0 ?^ /^-fcKn^izfcV, 

x h^fcKn^^^, y-Yy^Yn^M'T^, /^—tKn^tV, xh^tKa^rf- 

^h^tKn^f-^Ty-zv^f-^Tyyv 5 ^), ThWH^iB? 

^y^^^ ^-tKn^y^oy^y^ fcKn^^y— /K /<— tK 
ndr/y^, ***fcKn^y3r/yy, /N c -tKn^ydr/y^(7=^tKn^ydryy^) , 
— fcKtW9S^ ^—tKa^W;?^ /^-tKn^y^f-yy, tKndf-^y 

y^ N tKo^wy> % tKn^yy^-^y— yv % tKn^vy^-ry— 

/v, /N°-tKn^>-y^yy-;v, /N°-fcKo*^^-;k, /^-tKo-^-^/V^y 
^ /<— fcKoT^y^y, /<— bKa^^yy^^ /<— tKa^yy^y^, 
**y?>\ 5?f-7>, 1, 8-T^t°n[4. 5] 

[0018] SAOE^StLtorggis^L-cv^iv^mj K&ttsrg&gj^LT 



WO 2005/035534 



20 



PCT/JP2004/014864 



h^>m, T±^mm&mft>tiz 0 m^^^x^xhx^mmut, mm 

mAommmt^xo r««a**L-cv vot> ±v vr$ygj tastta r^^j £lt 

t> ^ik7km&ki£&uzx/i'&-*&<g&mfbfiz>o ^x(D rg&s&*L 

^>fk*3(sasjiPii:S!*sr«t>-ro- 
[0019] iA©msitt© r««a«:*vci vcwv vjcksj *fcf* remm&Gvx 
^xhzwwyhmiiz&tfzmmmit^xte, m&&*#L.x^xh 

4 

[0020] ^A08l<!)^ofc®^^SiaLTV^glfeSI^±^SVN(C— ^ftC^oT, 

So 
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[0021] «At?*$*l5S*Lrv v&mV'yfvmtLXtt, WfLtis 1, 3, 

^V-6-Tift*v-^n[3. 2. 1]^*^^ 2-T1flf^D[2. 2. l]^7°^-5-^>- 
> 2, 2-^^vW^f-fcKo-4, 7-^*/[l, 3]^^yn[4, 5-c]fc°yS^ 2-T 
iFtf^t3[2. 2. 2—<^J/V-2, 5-v ? TiffV^n[2. 2. \]^*^ 

, 2-73i^-2, 5-v ? Tift'v-^p[2. 2. l]^y*y, 2-^^-5-Tiftfv'^nC 
2. 2. 1]^^^, tert-^/V 2, 5-> ? T1flfv'^n[2. 2. l]^^^-2-^/W 

b % 2-Tift^n[3. 3. l]y^-^-3-^7/V#V^, m^vV 
*n[3. 3. l]/^V-3-#;V^>W-h 2-Tift'^n[2. 2. 2]^*^-5, 6 
-^MySI, 1, 2, 3, 4, 5, 6-^rf-tKn-8H-l, 5-^yt°yK[l, 2-a][l 
, 5]^Tyv-^-8-^, 3-Tift^n[3. 2. 2]7^ x 2, 4-v?7^/l^-3-T 
iffc^a[3. 3. l]/^>-£fcJi2, 4-^7^/V-3-Tiftfv^P[3. 3. lJ/^V 

[0022] mAX^iStlZ>WMsX\ ^XtctV ^^hy^n#iLT«, 4-Tif hy v- 

^n[4. 3. 1. l 3 ' 8 ]^x*>^^ t f^5o 

mmi mm$kA<Dm&mkLx<D mmmi tmm^m^i-o 

vtmwm} tLx\^mz.immmA(Dm&&tLxmM£tix\, ^ mw%nk& 
mim^mif btiz> 0 ^^tcm^mmmitLx^ wmmA<DW&&b\,x(D\ 

[0023] i^f^BiLT&^Ute^i?^ ^ 7*1^, i^n^rf->\ 

or #;£L<tei-5^ £.m*L<m-3mm&vx\<^xh&\ mB<Dm&&t 
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Xtt*frg^ -CR 101 R 102 -, H3- -CO- -NR 101 - -CONR 101 - -NR 1 
01 CO- -NR 101 C(O)NR 102 - -NR 101 C (0)0-, -NR 101 SO - -SO NR 101 - 

2 2 

2 

[0024] R 101 *3J;tm 1O2 ^^^ti4!birU-C, MZ-tt, Tksif JPsH\ BifcSSr^VC^-rfeJ: 
^^-To R 101 tLT#mXte, fetlSo R 102 tL-C^*b<tt, *iS§ UK 

[0025] ^B(Dg^Sib-C^^L<i4, ^v?>m**$) £*LTV vOfe J: 

V\&fb*CSfc3£ (0dS.fi* Cl-8T^=3r/V, C2-8T/Hr^vK C2-8T/l^r^K 7*' 

^vvtsa ^^vvtsa rtw;;) 4 />n^VM^ (mtf, 7^ , 

, #/V2|**^£ x VTm. =hnS, ^ry«, {fc««r*LTV vC|>J:V> 
&mm, Cl-8T;v*svtt*y(Mx.t£s =^Y^>. zfh**s 

„ ^//^i4),CH7^s^m(«ttf, 2-^p^y-i-fW^ 
4£h C2-8T/V^-/V;^>(#|;U;£ N 2-yntV-l--f^^rV N 3-7^- W 

Mbi6] 
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SC^Rfcf, Cl-8771"*yK C2-8TA"5r-/K 02-877^-/1^ ^-/K 

x.f£, g&£&*LT^Tt>J;^ci-8T/i'*yK C2-8T/v^/v*^:W:C2-8T 
*Hfc">\ ^HK^ -fY^y, s^sAtti^f) y C2-8TA'lr-/Ht* 9 s (M 

' [0026] atD-e^stis r^sjtf*. M&ifmmm*tctemmmm*miftbtiz>o *mm 

[0027] mD'x^ti^mmm^Lx^xhx^mmmmmuzism^mmmm 
.mz-tis 3-i5M^^***«* J #rf btiZo f3-isB.is'mmmm\tLxiz, r 

3-1 5M^£ifi*ffi *P»8tJ > r3-15M-a »&?P»gt J /WfbtlSo 
[0028] r 3-15£-£&*;FffifP«*Sl J tl/CBu 0!l *. tf ^y-/K YW 

y-/K e-x^wys 7x/f7^, ^y^>\ t°nyy, 

hVT-/v>. ThT/yy, \?T/yy, swatfys^ Thjy&vxv&ys 
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ut°?vV, xh^tKnlf^^, 5?tKntr55S^, n?tKBtf!)5J?y, S?fcK»fcTy 
nW-;i', ^tKa-fy^ry— yv, ^tKny^if >\ S^tKcr^if^ry— /K 

^tKndryy xhWo^yyv, ^tKn-fy^/y^ % xh^tK^y^yyv, 
^tKn^y^f-y^, xh^tKndry^y^, i?tKn^yy^, xbwn^yy 

, ^tKn-O-yV^yy— /K ^tKn^O-yriftV, xh^tKn^^yr-tffcV, 5? 

■T'hyfcKti^yy^f-iftV, v^fcKD^w^y— /v, xh7fcKn#/W^y— /K v?t 
KnT^y^y, xh7fcRnT^y^>^W £>*V3 0 r3-15M^^M 

^jtu-m, Tv'yvV, rws^ Ty#^ t°ny^>\ j*y*sy*j 
^, hyryy^y-, ^h^yy^. t^yy^ e^ys^ tKntry 

^r^y-zK^ihyy^) , ^hytFv^yttVy^Wtt^SVi?^) , xh 
9tKo^ry-/v e^ryy v?X) , xh^tKn^y^ry— ;v w^-r^v^» 
9tKn79f* x^tKn^-dr^i?Ty— /v(^-b-^Tyy^) „ ywo** 

tV, ^b^tKD^T^Ty— ^(^T^ryyv 5 ^), xh^fcKn^-T^, xhytKn 

^/i^y>\ ^^/v^y tKn^y-yy— /k /<— tKn^yy^, tK 
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7tKn^/[3, 2^]b^yft#aWe>*l*. 
[0029] #D^fiSD 1 {^ft^OgmS^tTV^Tt> < ^:V^ 0 ftlcOg&Steg&prfgft 
#*fcl-l(MB, #*IXI41-5«U J:9#*L<tt:l-3flfll*ILrv>Tt>J:V\ ft 
DcDg&gtLT!*, IfFlEftA© rg&K j t l^«<D®mS^ WbtiSo 

[oo3o] r±ii©jg(^-»[i-4©^-f— j thxn, m*.t£-o-. -s- -co- -so-, 

-SO - g&g£*LTV^t>£V^iifjDiCi\ ^i^g^S^WL-CVN-ObctV^ 

2 

ii©W i -4f@ii^o-cv ^ e>^o ^-e rg^s^*ur 

fllfctf, (D*BM£, (2)^ys, (3)^**yg, (4)/Nny>jiiH\ (5)^ry» 

^©C1-4T/V=»=¥^S, (9)T5y*, (lO)Cl-4^{b7k^ST*g^^fc^l 

fi,»*t<tti-5M»b-cv^«tv^ 
[0031] ^g^s^LTv^TtJ;v^ztf^Cl-4jigJte^b7K^SJ^*5^t5^z:'|ffi<DCl 

-4©JliJtel^^*^SjiLTtt, 0Sx.liCl-4T/^U^S(ftl^tf-CH - -.( 

2 

CH ) - -(CH ) - -(CH ) -4$), C2-4T/Py=W^g(^J^if-CH = CH- 

2 2 2 3 2 4 

% -CH -CH=CH-, -CH=CH-CH - -(CH ) -CH=CH-, -CH=CH-( 

2 2 2 2 
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CH ) - -CH -CH=CH-CH ~#) , C2-47;Wf^yS(«*.tf-C = C-, - 

2 2 2 2 

CH -C = C~, -C = C-CH - (CH ) -C=C-, -Csc-(CH ) —CH —C 

2 2 2 2 2 2 2 

=c-ch -mm^mfbtiZo ttc m&&*^x\,^x-b£\^m<Dci-4m 

2 

(5)**ym. (6)^^ys, wr^ym. (8)=N-oR"S(S^^R n «7K^ 
[oo32] y£l-c#*l<^ *m&&^&z^&±m^mi-m-4(D^-v--~£tzit 

* 

x.« % -co- -cs- -so-, -so-sr^-rs^-f— b 

tbSo *b<}*-CO-^*-r^^W>©^^l-40^-^- (0>JX.«- 

CO-, -CO-CH -CO-NH-, -CO-CH -O-, -CO-CH o -CH -CO- 

2 2 2 2 

CH -O-CH , -SO -mmtf btlZo 

2 2 2 

Y^LT^fe^^^^ft.-CO-^C^^V^^^^^o 
[0033] CXCR3^f£ffl£*1-5tt^£UT#£L<te, YaWl^^^-T^ 

Wbn] 



H H 
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Mti8] 



N — 




Wki9] 



H H 

@\ / 
* /C T B 




(la-1) 



Wb20] 



L<«, -^(Ia-2) 

Mb2i] 

R 1 

\ H H ^_ 

(la-2) 



[0034] 1 1 0 -HSDlPa*M£W1-3fc-£^LT#£L<te, YdS-CO-Sr^^S^ 
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Wb22] 

-jRsSOb-l) 
Hb23] 




Sr. Y^-co-^t>-r^-^%, 1-&fr*>> -^(Ib-2) 

[^24] 



o 




<f*,-^(Ib-3) 
Mb25] 




[0035] *fc, n j3-HSDi|5a'##ffi^^ri-^t:^^L-cii, -«^:(ic) 

Wk26] 
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(^^-Y-^^X-^D^ (lc) 

5£(ic-i) 

Wk27] 




(lc-1) 



[0036] ft*3, -^(D-C^ttS^WtLT, 6-(3, &-i?*h*t"*WA>)-l, 3, 3 
-hy^/V-6-T-Tfc-V^n[3. 2. (Registry No. 721422-26-0), 

6-(2, e-S^/^o^sW-i, 3, &-Wf'A^G-TlH£i'9r*l3. 2. 1]^ 
*V<Registry No. 627055-13-4) , 6- (4-^oXyi?/U)-l, 3, 
-6-T1ffV^n[3. 2. \]*??^ (Registry No. 627054-93-7), 2-{4-[(l 
, 3, 3-W5vV-6-T1ftf^n[3. 2. l];t^-6— <;V)^;V\y^;V}-S, 6 
-^fcKW5*V£4, 5, l-jk][l, 4] ^^7v ? TiftV-7(4H) -^(Registry N 
o. 521977-16-2), 1, 3, 3-hy^/V-6-(3-=hD^^7V)-6-Tift^P[ 
3. 2. (Registry No. 521279-10-7) , 6-^/1^1, 3, 3-MW 

/V-6-Tift^D[3. 2. i&mm. (Registry No. 510723-96-3), 

2-3-K-6-^r-3r>-4-[(l > 3, 3-MJp«^/V— 6-nff^n[3. 2. l]^*-6 
-^f/P)>f/U]7ay— /^(Registry No. 449797-62-0), 1, 3, 3-h!W/V-6 
-O-^ydri/^^/^-e-Tiflf^aCS. 2. l]:t^^ (Registry No. 416 
897-13-7), 1-{[(1R, 5S)-1, 3, 3-M)^/V-6-T1flf^n[3. 2. 1]^* 
-6-^/W]^f/V}-2— ^(Registry No. 416896-18-9), 6-(5-^p^E- 
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-2, 4r J *J*Y*%"0*JA>)-\ t 3, 3-hyp<^/V-6-Tiflfv'^D[3. 2. 
Registry No. 416892-45-0) , 6- (4-^^>-2, S-Vt^/V^V/V)-!, 3 
, 3-MJ^/l^-6-T1flf^P[3. 2. l]^^ (Registry No. 416886-90-3 
),6-(4-^h^->-3-^^/V-<^/V)-l, 3, 3-hy^/V-6-TlFfc^p[3. 2. 
l]^-^>- (Registry No. 415958-63-3), 6-[ (2-;*r^f ^-l-^^Vl') *f 
/^]-l, 3, 3-hU^l— 6-Tift % >^n[3. 2. 1]^*^ (Registry No. 41595 
6-37-5), 3, 3-hy^/l—6-Tiftf^n[3. 2. l];**^^(Re 

gistry No. 415955-41-8) , 6-[2-(T!l/lC^'»'O^A']-l, 3, 3-hy>^ 
/l— 6-Tiftr^d[3. 2. 1]^^>- (Registry No. 415955-24-7), 1, 3, 3- 
Wtf-Hr- 6-(4-=hn^<»^^)-6-T-9 s tf^^rj[3. 2. l]^^ (Registry 
No. 415955-19-0), 4-[4-(l, S-^/f-r/- /W2->T/V)-5-^9 L /l^lH 
3— ryv]-6-ct^yv-2-[(i, 3, Z-W^fV- 6-TiFfcV*n[3. 2. 
l]*^-6— 3-^-/1- (Registry No. 415952-51 
-1), 1-[(1, 3, 3-hy^^-/W-6-Tiff^n[3. 2. l]^^-6-^/V)^^-/V]-2 
-■^"7 h— /V (Registry No. 415929-61-2) , 6-(5-7n^-2-^h^>^<V^ 
)-l, 3, 3-W^V-6-T1ffc*v^n[3. 2. l];^^ (Registry No. 415923 
-16-9), 4-[(l, 3, 3-hy^fvV-6-71rV^n[3. 2. l]^"^-6— T 

^)^]^/x- MRegistry No. 380447-42-7), 6- (4, 5-^h3->-2 
--^n^^vyV)-!, 3, 3-HJ^/V-6-T1ftr^a[3. 2. l]^"^^^(Registry 
No. 380428-87-5), 1, 3, 3-W3VV-6-[4-^fvV-3-(fc°^yv^-l-^ 
;^/k*n/V)^^y^]-6-Tift'^n[3. 2. 1 3^^^ (Registry No. 380 
182-89-8), N-(2, 4-*J^/V7x.~/V)-Z-\_{l, 3, 3-hV^^-6-Tf^y 
?vl3. 2. l]^^-6-^yV)^^#=>'V]'<>^^/W*^T$K (Registry No. 3 
80173-40-0), N-{4-[(l, 3, 3-hy^^V— 6-71fV^l3[3. 2. l]^*-6 
--r/V)^/^-/V]7oi^W}-2-775:K (Registry No. 379724-33-1) , N-(l 
, 5-v ; ^^/l'-3-^-=3fy-2-7^n/V-2 ) 3-^tKn-lH-f7y— A^4— f/P)-3 
-[(1, 3, 3-hy^V-6-T-y-V^o[3. 2. l]^"^-6— T/V)^7/^-/W]^ 
if ^/W7}s^T5K (Registry No. 378193-72-7), 2, 4-i^un-N-{4-[(l, 
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3, 6-TiFlf^n[3. 2. l]^^-6-^^)^/^^}y^M^< 

^XT^K (Registry No. 378191-62-9) , N-{4-[(l, 3, 3-r*y^/V-6-T 

ift*i/^D[3. 2. i]^-^^-6-^yv)^^=;v]73:-^}^7iy-2-^*^ 

(Registry No. 376364-57-7) x 4-(^A**«>)-N-{4-[(l, 3, 3-h 
y^/V-6-Tiflfv'^D[3. 2. l]t^^-6-^)*/^=/V]7x^}^yX75 
K (Registry No. 359445-37-7) , 2-^nn-4, 5— ^7A'*n-N-{4-[(l, 3, 
3-M>^^/V-6-Tiflf^n[3. 2. l];t^-6-^V)#/l'#=/k]:7 3 ^/W'<^ 
XT5K (Registry No. 359445-36-6), 1, 3, 3-WJ>^^-6-(4-7*/*"> 
^>*V/W)-6-Tlffc*v^a[3. 2. 1]^^ (Registry No. 346639-16-5), 
l-{4-[(2, 3, 3-hy^^-6-Tift^a[3. 2. l]^-^^-6-^/V)*^=yW] 

5-v 5 ^ (Registry No. 346638-98-0) , 4-^nn-N 
-[3-(h!J7MD^f /V)7x^/V]-3-[ (1, 3, 3-hy^/V-6-Tift^n[3. 
2. ll^^^-e-^/^^y^-^l^VifV^^^T^h^Registry No.. 346638 
-86-6), 6-[4-7/V^-n-3-( ; e/W^y^-4-^^/V'^^V)^^yV/V']-l, 3, 
3-hy^^-6-Tift'^n[3. 2. l]^^ (Registry No. 346638-42-4) 
% 2-^nn-5-^hn-N-{4-[(l, 3, 3-hy^V-6-Tift>^o[3. 2. l]*^* 
-6--f^)^;V^7V]7^^^}^^>'^V*^T5:K (Registry No. 340703- 
59-5), 4-7/V^-n-N-{4-[(l, 3, 3-r-y^V-6-T1ffc^n[3. 2. l]^-^ 
-6-^)^7/VfcyV]7^^W}^<^V^/V*>T5K(Registry No. 340703- 
49-3), 2, 4-v^nn-N-{2-[(l, 3, 3-HJ^W6-Tftr^n[3. 2. 1]^ 
^^-6-^yV)^7/V#^yV]7^7V}^<^XT5:K(Registry No. 328546-27-6) 
, 2-^/V-l-({3-[(l, 3, 3-hy^/l^-6-Tif^>^n[3. 2. l]*??-6-4fr 
)^fc7V]7^n^}^/^n/V)^Ky^(Registry No. 328038-84-2) , 2 
-{4-[(2, 3, 3-hy^l^6-7iFtV>cr[3. 2. l] ^^-6-^)^77^^] 
ya.^M-lH-yO/^Y—;V-l, 3 (2H)-^> (Registry No. 328033-90- 
5),4-^n^--N-{2-[(l, 3, 3-hy^/V-6-T1flf^o[3. 2. l]^^-6— ( 
A')*Arf^]7^A')'<>l£>ZJWW$} t (Registry No. 328031-70-5) 
, 1, 3, 3-hy^5 L /V-6-(3-=hn-4-t°ny^y-l-^/V^y^;V)-6-Tif^v' 
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^n[3. 2. l]^£V (Registry No. 327978-87-0), N-{2-[(l, 3, 3-hU^ 
f-/V-6-Tift^>^n[3. 2. l]^^-6-^)*/VJl?=/V]73:=/V}-2-795K( 
Registry No. 326620-37-5), N-7i=/M-[(l, 3, 3-hy^5vW6-T1r* 
\?i/?ulZ. 2. l]^^-6--Yyl')*yWJj?5i/V]'0^?>'^V*> / T§K (Registry N 
o. 325730-19-6), 1, 3, Q-{3-=-Yn-A-^^J>-l->(;V^y 
^/V-)-6-TU i tfv'^n[3. 2. l];^^ (Registry No. 306291-85-0), 1, 3 
, 3-h y pt^/V-6- [4- (^fr/V^y ^-4— iVV*/V*=/V) **y*S4j\S\ -6-T1fl?f? 
o[3. 2. (Registry No. 299921-60-1), N-{4-[(l, 3, 

/v-6-Tift^>^o[3. 2. l]^^-6— i;v)^jv^;v]yzc^v}-\, 
T-fe^-^^W^-5-^/V^^K (Registry No. 298688-37-6) , 4-^vHNT 
-{2-[(l, 3, 3-hy^V-6-T^v-^^C3. 2. 1 ] ^*-6-^lVW) #/Vx3^vKI 
^rvW^^T^R (Registry No. 289628-36-0), 1, 2, 2-r-yp<5vV-6-[ 
4-p^/V-3- (fc'^y^- W/V*/Vtf;c=./V) ^^/-(Vkl-e-TlrV i^n [3. 2. 
1]^-^^ (Registry No. 197806-18-1), 4-^nn-N-{2-[(l, 3, 3~hV* 
5vV-6-T1?-Vv-^n[3. 2. ll^-^^-e-^/^^/V^^]^^^^}^^^^ 
/Js^T^K (Registry No. 116352-67-1), N-{4-[(i^7/V;^n^/V)^]7 
^~/U}-2-[(l, 3, 3-M)^^-6-Tift*^n[3. 2. l]^^-6-^/V)^/^ 
^/V]T=y^ (Registry No. 88502-95-8), N-(4-^^y^^)-3-[(l, 
3, 3-by^^/V-6-TiffV^n[3. 2. l]^-^^-6-^)^/^=/V]-<^^ 
yVxj^T^K (Registry No. 8181 1-1 1-2) 1£%\bfrX\ ^>tfS, ^tl^cD^-a^tf* 
CXCR3^^ffi*fc(*l 1 /3 -HSD1 Pfi*^^•r^^^4^ab^^TV^^V \ 

[0037] *ftmz.m\^*ihikftmt\^x\$.. &m-z. 1. 3, 3-hy^^/v- 6-(4-=hn^< 

^/^)-6-T1fVv'^n[3. 2. 1]^*^^ (Registry No. 88502-95-8), 1, 
3, 3-hy^/V-6-[(3-— hn^ai^W^/V^— /V]-6-Tlflf^n[3. 2. 1]:*- 
(Registry No. 405277-37-4), 1, 3, 3~hy^/V-6-[ (4-^ho^a:- 
^)^^^/V-]-6-T1ft^n[3. 2. 1]^^ (Registry No. 359458-26- 
7), 1, 3, 3-hy^/V-6-[(2-^hn^a:^V)^^/V]-6-Tiflf^n[3. 2 
. YlHrWs (Registry No. 305853-88-7) , 6- [(4-^DD7xy*'»7tf^ 
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]-l, 3, 6-Tiflf^n[3. 2. l]^^>-(*^Pi/No. AE-848/ 

4 1 54 1 220 (SPECStt) ) W WbftSo 
[0038] B^^(^*UMb^<bLTI4, ^Jx.f^T©(D-(45)-C^$ 

(l)4-(4-^hn-<V^/V)-4-T1fhy^n[4. 3. 1. l 3 ' 8 ]?^;^ (2)2-( 
4-^hn-<>'^/V)-2-Tlft'v'^aC2. 2. l]-^^-5-^^, (3)2, 2-vW/V 
-5-(4-=hn^O-^;P)^f-fcKn-4, 1-*9A\, 3]^^yn[4, 5-c]fc°y 

(4)2-(4--hn-<^/^/V)-2-Tift^p[2. 2. l]^*^ "(5) 2-^0 
v ? /V-5-(4-=hd^vy^;V)-2, 5-^T1ft^D[2. 2. 1]^*^ (6)2-(4 
-^n^yyyW -5-7^-71—2, 5-v?Tiffc*v^n[2. 2. l]^*^ (7)5-( 

4- ^ha^^y^)-2-^^-5-Ti^t*^n[2. 2. l]^*^ (8)tert-7^ 
/V 5-(4-^hn^>'y^)-2, 5-v J T-tFt°^n[2. 2. l]^y^^-2-^/V^=¥ 
^W— h (9)2-(4--hu^<^)/^/V)-2-Tiffc^a[3. 3. l]y^y-3-*/VJ}? 

(10)^/W 2-(4-^hn^<^-r/W)-2-Tiflf^n[3. 3. l]/^-3- 
;*7/V#3->V— h (ll)2-(4-^hn-<>'^/W)-2-Tf i t^n[2. 2. 2]^^V 
-5, 6-i>^/^>m, (l2)3-(4-~hn^yy,V)-i, 2, 3, 4, 5, 6^=¥1tt:K 
n-8H-l, 5-y.*/fc°UK[l, 2-a][l, 5]^Ti/^-8-^, (13)3-(4-~hP^ 
^/^V)-3-TiffV^n[3. 2. 2]/*^ (14)3-(4-=hn^y/^V)-2, 4- 
^7i-7V-3-TlFlf^p[3. 3. lVi-y. (15)3-(4-^hn^y-l'yV)-2, 4- 
^^^V-S-Tiftf^nCS. 3. l]/1->-9-*>, (16)4-[(3-=hn7i=/V) 
^;^-;V]-4-TifMJ^n[4. 3. 1. l 3,8 ]?^*^ (17) 2-[(3--hn7^ 
»^;^-/H-2-Tift^o[2. 2. l]^^K5-^^, (18)2, 2-vW/V-5 
-[(3-^hD7o:^)^*^V]^f-tKD-4, 7-^y[l, 3]^^yn[4, 5 
-cW c y^, (19)2-[(3-^hn7^^)^W*^]-2-Tiflfv'yn[2. 2. l] 

(20)2-^<>'> ? /V-5-[(3-^hny 3 i^>k)^dN^]-2, 5-^7^^^ 
^n[2. 2. 1]^^>, (2l)2-[(3-^hn7^-/V)^*-/W]-5-73:=/W-2, 

5- v?TlFlf>^p[2. 2. l]— (22)5-[(3-~hn7a^/V)*^*~/V]-2- 
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^if-5-Tiftf^l3[2. 2. 1]^*^ (23)tert-y^/V 5-[(3-=hti^ 
=./W)^V^/V]-2, 5-5?TfW*n[2. 2. ll-^^^^-^^^^ri/W— ( 
24)2-[(3-=hn^^/W)^^;V]-2-Tlffc^^n[3. 3. l]y^>-3-^/V 
#V$L (25)3i^/v 2-C(3-=ho7^/V)^yV*^]-2-Tlft^n[3. 3. 
1] Sf-l/-3-jJ/l'tf*r*yU— k (26) 2-[ (3--ho7^-/V) */V*-/V]-2-TlF 
t'^c[2. 2. 2]^*>-5, 6-^*/UJj?>», (27)3-[(3-=hn7cc=/W)^/V 
aj«VP]-l, 2, 3, 4, 5, e^df-^tKn-SH-l, 2-a][l, 5]^ 

T^>^-8-^-^, (28)3-[(3-^hD>'^n/V)^v*^/V]-3-Tift"V^n[3. 2 
. 2]7^V, (29)3-[(3-=+u7:cr^);M'*^A']-2, 4— ^^—/V-S-Tiffc:* 
i/^a[3. 3. l]/-?->\ (30)3-[(3-^hP7^/V)X^*^V]-2, 4-^7*=^ 
-3-Tift^a[3. 3. l]/^-9-^, (31)4-[(4-^nn^^/^)Tir^> 
]-4-T^hy^o[4. 3. 1. l z, *]V>7 i lJ> s (32)2-[(4-^DO^m/drv-)7'-fe 
^/V]-2-Tift'^a[2. 2. l]^h-5-^ N (33)5-[(4-^Pn:7^/3-»T 
ir5vV]-2, 2-v ? ^/W^i^tKD-4, 7-^/[l, 3]^^yn[4, 5-c]f 
>\ (34)2-[(4-^nn^^/dre/)T-fe^/V]-2-Tf i t''v'^n[2. 2. l]^^ ( 
35)2-^^v?/V-5-[(4-^nn^oi/^v')T-k^]-2 > 5-^Tift^n[2. 2. 
l]^*^ (36)2-[(4-^na^^/^»T-k^/V]-5-7^^V-2, 
v^n[2. 2. l]^? 0 ^ (37)5-[(4-^no^ 3 i/^)T-k^->'W]-2-^f— 5- 
T1ft^>^n[2. 2. 1]^^, (38)tert-:/fVV 5-[(4-^nn^y^»T-fe 
fvV]-2, 5-v J TiFf>^D[2. 2. (39)2-[(4- 
^nn^^/dri/)TW/V]-2-Tiffi/^o[3. 3. l]/^-3-^;/V#V^, (40) 
2-[(4-^on^^y^i/)T-fe^/V]-2-Tf ! fc^n[3. 3. l]/^-3- 
K (41)2-[(4-^an^/dri/)T-fe^]-2-T1ft-V^n[2. 2. 
2]^"^^-5, (42)3-[(4-^na7^y^^)Tir^/V]-l, 2, 3 

, 4, 5, 6— ^U-fcKn-8H-l, S-^yt^KCl, 2-a][l, 5]^T^^-8-^ 
, (43)3-[(4-^nn^^/ariy)T-Ir^]-3-Tlffc^o[3. 2. 2]/^ N (44) 
3-[(4-^Do7;nydfiy)Tir^yw]-2, 4-^^-/^-3-T1^t^n[3. 3. 1]/ 
(45)3-C(4-^no^ 3 i/dr>')T-fe^V]-2, 4-v 5 y^-/V-3-Tf-V^n[ 
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3. 3. ilst>-9-*y 0 
[0039] cxcR3Vmi¥m%^irZ>{k&%>bl,X, jfSUli, (i)4-[(i, 3, 3-hy^/v 

-6-Tift^>^p[3. 2. l]^-^-6-^)^;V]-<^=hy/K (2)6-[4-(Ty 
^dr^)-0-^/V]-l, 3, 3-W^V-6-T1^t^n[3. 2. (3)6 
-i(6-^iy-2-i-y^-;V)^;V\-l, 3, 3-hy^V-6-T1ffc*v^n[3. 2. 1 
3^"^>, (4)6-[2, 4-t^(2-7 P nt°nyV^-drv')^:>'^/V]-l > 3, 3-*y^/^- 
6-Tiftf^n[3. 2. l]*^*^ (5)1, 3, 3-hy>^;V-6-[4-(2-7 P Pt°-;V^- 
^)^>i^]-6-T1ffc"'iy^n[3. 2. l];T^>, (6)6-[3-7/^n^J-(2-7 P 
ofc°^Kt*i/)^>^/kl-l, 3, 3-hy^/V— 6-T1ft^n[3. 2. l]^*>\ 
(7)6-C3-^nn-4-(2-ynt°^^iy)^^v?^]-l, 3, 3-hy^/V-6-Tif 
tfv^p[3. 2. l]*^*^ (8)1, 3, 3-|>y^/V-6-[3-=hcr-4-(2-7 P ofc 0 ~ 
/l^^)^^/V]-6-Tlfl^^n[3. 2. (9)1, 3, 3-hy^/l— 6 

-[4-(2-^^/^^)^<y^]-6-TiFlf>'^n[3. 2. 1]^*>\ (10)6 
-[4-(3-^-/W^v')-<>^/V]-l, 3, S-YVtJ-fr-e-T^i/WlZ. 2. 1 
(11)1, 3, 3-hy^/V-6-[4-(3— <^-/V^^)-<^/V]-6- 
7iFfc"V:?P[3. 2. l]^-^y, (12)1, 3, 3-hy^^-6-[4-(4-^^=/V^- 
^vO^^/V]-6-T1ttfv^P[3. 2. l]**^ (13)5-(2-7 p at°^^-dri/) 
-2-[(l, 3, 3H^3Vv-6-Tf*fc^n[3. 2. \~\^^-&-^;V)^;V\y^J 
— /K (14)6-C2-^h^^-4-(2-^nt°-/V^-dr^)^<^/V]-l, 3, 3-|>y^f- 
/V-6-TlFbf^n[3. 2. l]^^V, (l5)6-[2-^Dn-4-(2-7 P nt 6 =/^dr>' 
)^^]-l, 3, 3-hy^^/V-6-T1flfi/^P[3. 2. 1]^^, (16)6-[2-^ 
h=¥iX-4-(2-ynb 0 =;V^'^)^y/V]-l, 3, 3H^5vV-6-T1ffcV^n[3 
. 2. 1]^^^, (17)6-[2-^^-4-(2-^Dt°-/V^-dr^)-<^v ? ;W]-l, 3, 
3-hy^^-6-T1^V^D[3. 2. lW?> s %<Di&, %<DM®m%), Wjt^- 

[0040] 11 ^-HSDlPlW^W-r^b-a-^iL-C, 0£L<{^ (l)6-[3-(i^n-=3r 

3, 3H^^/V-6-T1ffc*v'^n[3. 2. 1]^^ % (2 
)6-[(5—>^n^^-2-7y;l-)^^/V]-l, 3, 3-hy^^-6-T1ftf^o[3 
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. 2. (3)N-[2-(^>-y'^/VT$y)iX^n7 P ntVV]-l, 3, 3-hy^/V 

-6-Tiffc"^n[3. 2. l]^-^>-6-^/V^f-^K. (4)N-^/V-N-{3-[(l 
, 3, 3-by^^V-6-Tf-V^n[3. 2. 1]***-6^A0;&/1^— ^D^p^ 
^/V}^<VXT5;K, (5)N-(4-^nn7^=/V)-4-[(l, 3, 3-hy^5vV-6-TlFlf 
^n[3. 2. ll*?fi-6^A')#Arf^A']is?n^Vl'#/^*rt^K (6)N-( 
3-^h^fv'7^/>)-4-[(l, 3, 3-hy^/V-6-Tiffc*v-^n[3. 2. l]*??-6 
-^)*^=/V]^o^^^/V^>T$K, (7) l-(fc 0 y^-3--r^^*r: 
/V-)-6-[(l, 3, 3-hy^^/V-6-Tift^a[3. 2. l]^^-6-^)^/Vfe/V 
D-IH-^K— /K (8) 6-{ [4-^nn-5- (v^n^^/k^/V) ^:x>-2-f7V] 
Jj;Vt$~;V}-1, 3, 3-hy^/V-6-Ti^fc^n[3. 2. (9) 2-p<M^> 

-N-^^-N-(t°ny^^-2-^/V^yV)-4-[(l, 3, 3-hy^/V- 
^n[3. 2. lJ^*-6-^/V)#/l^=/V]T^y>\ (10)N-{2-^nn-4-[(l, 3, 
3-hy^/l'-6-Tift?v'^p[3. 2. l]^^-6-^)*/V^yV-]^^-/V}-N'- 

-fy^nfcW^vT, (11)1, 3, 3-hy^/i— 6-[4-(t°-<y> ? >'-i— (W^/v^- 
^)-i-^7M/w]-6-Tf*K' ->^n[3. 2. \\jr?^y, Z<W&. ZnmmTis^- 

[0041] *&Wfc&V>><D<fr£ (cov ^^Tt-*-r o 

^yt a-^T'n^A, ACD/Named^:®!, Advanced Chemistry Deve 
lopment Inc. |±M)^c(iACD/Name/^5/f- (£&j@8L Advanced Chemis 
try Development Inc. *±M)£ffll^>a\ &fcfi, IUPAC^&iC^CT^ 

Mfc28] 
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0 



[3. 2. lWfytMZMto 

[0042] ^PJK&^TW:, »fc«*LfcV ^RDMttfr tt^KSri-^-C'S^-rS. tflRJf , 
T/H¥>ViSx TA-^/Vg, r/V=^S, T/^/^ytm, TjV* 

(*«H4^ wmm. wmw&m. w&mn*. ztib<D&m<Dm&om-&vo, 
[oo43] -^(i)x^ix^t^0mim,0mBm^mm^mm^fi^mir 

(hv^/^r^y, ^jvtvs. jyr^>* i/tv^y^nvrvs^ -o^a^t^ 
Y^i/^;v)^;vr^y, Vi?y, T;v^=.y^-^;v-D-^f^lJ^y^)(Dm., 

is, vw^it, £M.mm&. t^yvm. ^y^^ymm.. ^* 

yzjtoftyW&L* '<y^yxf^ymm.. Y}Vx.yw&yW&. 4*.=7-3cyW&. 7 
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ti^ 0 mmmm*% > &i£ , &<. y^^xh^ttm^^\ i^fwmmm^ 
[0044] mmT^^^m^^ti^o mmT^=-vj±m.t\^ —ts&a 

[0045] -^(DT^^^k-a-fetD^nK^^^, ZLfomzto^xmm^mmiz*. 

M\\&m<o-?vYyy>fh\sX\^ 0tj^«-^^(D -e^ti^b-awr^/SS: 
^-rz>m&. ^(DT^ys^r^/Hb, r^Mb, y^fb£nfc<bi^(0!l;U£, 

$/#^tf^Mb, (5-^f;^2-^y-l, 3-^^yw^-4-> C/v)^h^^^ 
tf?~Mb, ThytVuyy-Mk, tvy v?/M^/Hb, tf/W/v^^fvWb. T 

Mb, ^n/V^HL tvwMb, f-^>-Mb, y^VMt, Ty—Mk. 
;uT^y^^*^y$~Mt£)itzit&Wm ; -J&5£ (I) T^ftSlb-^ri^/vtf 
^^vS^^-r-S^-a-, ^(D^^^i/yvS/i^^Mb. 7$Wk£titzfc&Vo ( 
#lx.J£, -^^(i)T^^ix^b^feo^/v*>v'/vS^^f L ^^Mb, 7x= 
/v^TvWt^ ^tf'^v^fvi^^Mb, ^^TSy^^/v^^Mb, tf^< 
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t&mwmtfibifiSo - tiwt^mt g ^^(o^mzx^xmrn-r^t^x 

, ±m^Wx-^(i)x^tiUt^m^mtir^h<DXh^x^\ Zbiz. 

X\<^Xh£\\ 
[0046] [*»lfl^^<Z)«3i*fe] 

Jt§0!J (31 lE^L/c^ $fe&<5V ^f3\ Comprehensive Organic Transformations : 
A Guide to Functional Group Preparations, 2nd Edition (Richard 
C. Larock, John Wiley & Sons Inc. 1999) fcSBf&ftfcfrSfcSPSr 

[0047] -JR^(I) ^$ti^*ISM'fb^liWT©irjfe{t ioT5!i3g$^5. 
Mk29] 




-co-Mi:lsnY>o|^ 75 Nb 
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[oo48] a) i*. (i-D ^k-a-* d-2) &TSKte£e&, wxyrmmfo* 
[oo49] z.fiboijm&Mcitmzmji'tzb, 

xin^y, ¥x.=f-;v^—*rjv^ ThytVvvTs^) ^*fctt&6$Mfll'T\ tit'^Wk 
[0050] (2) &£flfc&*4fc&£ V ^#ifctt, *;V*>i^ti^i (^np;}vW^ 



WO 2005/035534 



41 



PCT/JP2004/014864 



[0051] (3)m&mm^z>i>mte, mx.\t. ^^mtr^y^ ti^i(^on^ 

£fcf*&SM-C\ M(k°U^, h!joi^T5^, ^^/VT^yv, v?^/l-T5/t 0 
DCC), l-^/W-3-[3-(^f-^T^y)7 p nt:VV]^/V^i/^K(EDC), 1, 1' 
fcVV>fc^;ft>i!i£St$02k*$j(l— propanephosphoriic acid cyclic anhydride 

[0052] ^tlbQh (2)*5<ti;(3)^^} 4% V^tj^tt^^^^ 

^!?n0^y, ^nnai^ $;:n?yvoc— tvK T^tKn?^ *?vV t-^ 

-iK EJfrffcy^ H^by^)^-2ot:-m«gx?TO$-fr^ #^fc^*= 

[0053] T/V^/HbSJ^^^^fcO , MZ-l-ftm&U (vW/V*/l^T5h\ i^fW* 
yPD^WA % ^nn^^y, ^nL^/Kx— tvK xh7tKn79V^) # 

, mmmm^ ^m±^^ mm-ry)7^ fcmxvv^mm&T. ™r> 

\t (Cl-6) T^^td&^uJf^k^s'yjVZm V ^ o-40 < C-C££J&£'£5;: ( i: 

S^^O^ar.m^T. W. Greene, Protect! 
ve Groups in Organic Synthesis, Wiley, New York, 1999(£fB<!c£ 
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#fc£5Jtt««E&* (4)^y^3S©Jtt««KJtS:, (5)&JB&JBv\fcJfc««£j£:, ( 
[0054] ^6>©*ifeSrA#ttK:»ifl-t-5fc, 

[0055] (3)to*m^iz£zmm5ij&te, m*.&. tm&-^& ewtiw?:^ 

% ^-gV5S (^i?^ M^>^) N frh^Zk (T-fehV, ^5vK^/l^h 

JET^7K^#a^T*fc[4^T>'«^#^T^0-200 < C<DM-efi 1 ^^ 
[0056] (4) ^y/w£tf>]|&{S«,KJS 0»Jx.f^, TKiiSfr f9tKn79^, 

(5)&JR&/Bi\fcja««£0£rau ^J^«, HlttftlKCBiFHI, pH4. 2-7. 2<DWmm 
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[0057] (6) &m$gfczm v ^{£^£/&f^ mmmm 

/W*T5h\ xh7tKo77^, BW^/K Tirl^y/K cr^-zMg 
y v ^/, ^A*!^ v^/V-T^ tfayS^K #ttlft(m, = 2-3i 

-mbt^ ( by 7x=^7^y) /<5!$*?a (ii) » fflfc*?*;*? a (ii) > mtbVM 

b})7*~**X74y) ni?$J» (I) *S0 •SrfflV N "C % 0-40 < C©fflfit?fT**>il5. 
[0058] S ^#»C^oT^^^efeSjgl:o^SrjglRLT, rJifeWJKftHSJE&SrffiV 

hy^nnai^/v^ (Bn) ^^y/vmrn-^mfh^ 

=afv-n^vV(EE)S, ^h^^h^p^vWMEM)^ 2-xt^fcKnfc°7~MTH 

p) hvtf-A&VA' (tms) hy ^/^>y/v (TES) t-^/v^^/^y 

tf-A' (Alloc) & 2, 2, 2-hy^PC3ibdr^/Vfc/KTroc)S^^^{fb^o 

Ty^^v-^/V^/V (Alloc) l-*^;V-\-(4-\?7x.~;V)3LY*ci/ 
^7/^-yv(B P oc)S^ Y i )7;v3ruT± s f~;v^ 9-y/^u^;v^h^y^i/^^ 

'O^/KBn)*, p-^h^^^^S, ^v^/W^^^KBOM)*, 2- 

(hv&jwyA') =cb^y^v (sem) sw^f e>*t5 0 ?-*-*m<Di%mmt 

fcKntr9=^(THP)*, v^^/M^vl^ T-fe^^(Ac)S^^(fb^ 0 
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Greene, Protective Groups in Organic Synthesis, Wiley, New Yo 

[0059] tantnmmmt** g «^ai-c*5*\ fcsi^i^&tf);^ tftRf*, Co 



mprehensive Organic Transformations : A Guide to Functional Gr 
oup Preparations, 2nd Edition (Richard C. Larock, John Wiley 



& sons inc, 1999) \zmm&Mz%m&*u&&t>&xmy<*>z.bv&MK. 

[0060] —#5*; (I) T?*&h^#»9Hfr&'«5 5-*5V vT , YW&K*JK : »l-4©;*'<— 1J" 

-<&5^ mB^mm^uw-o-xh^it^m. a-a) 

Mb30] 



Mb3i] 



(5£<P, Y 9l_1 ttY al t|SlC«*%^^i-„ fcfcU Y* 1_1 |i^oT*S;|x5*te*fch/ 

-ZmZtv&tt&mb. -#55(1-4) 
Mk32] 
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[oo6i] z.<d*~ TMtfcfoWJkto-ew), ®m*%®m% (^^/^/vat^k, *j*f- 

»5v ^;h£0^&<D#£T> 0- lOO , C-CSJiS$*5ifcJJ:J:0tT*fc>n5. 

ad), r^ 9 JiiA^ym t M % yi/v\f^ i, iMT^#/vtf~/v)^t 0 ^y^y x i 
, i ' -TV tf ^ (n, N-^^yw*/^T5K) 30 itjs^^^k^ (hy^n/v 
hv^/u^y^ hy^/v**:^, jKy-r-^/K-hhy^^/v* 

[0062] jft4Rtt££fc fWIBLfc^lfefciorff 

{i, ^^PO^"^ x 0ilx.fi TComprehensive Organic Transformations: A Gui 
de to Functional Group Preparations N 2nd Edition (Richard C. Laroc 
k.John Wiley & Sons Inc. 1999) J^ffi^K^&^^^TffiV^ 

I $J;Ui x Comprehensive Organic Transformations : A 

Guide to Functional Group Preparations, 2nd Edition (Richard C. 
Larock, John Wiley & Sons Inc. 1999) f£|S$t£ftfc;fr&^£r#l^ 

&ttxm^tx®M,\z.wm'rz>zktfx%% 0 
[oo63] *mmm<pv>&Rfc\zm^x. im&ftt&K&it. ^m^t^xmh^ixo 
mm, ®®$.tzte^?v$*~zf*m^xnti:?z.k&x%z> 0 
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[0064] *wmm*<D&fcfc\zio\, v-c, 5Lm&im>\sMft<on%k^wt, mtux. 

o 

[0065] [#t£] 

[0066] [g^fp^Oii^] 

7^7*^-%kKfo. rw^-ttjkw^. fffifc, ^> mn& 

(ards) , Tw^-ttnt^iT^^^/v^) , j$.mm&mz-ii. 

[oo67] -^(Dx^n^mmit^-ma-i, n p-HsnnmftRZft-fzik&Vd 
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i«ifiLj£^, barbs, fettim Tw^-?-m. -fra 

[0068] #369Hb£4fcW\ lm**^^^©^ W*3J:V/*fcW:f&*«i*ott^*5j: 

[0069] g^i^te, ft^k*i(^fcotfe «t<, a, #y^7W # 

*&t<o*m*sxxM*m* &ttm, jsmmshk *f#^&, a&t*> #i^fc>-£&^ 
o.oi^^ioomMffi v ^«iv \ f&o^jttaTi^-rpiae^ xxf&mm* 

o 

[0070] ±teM^j{^o, ^®te£Tfi/*tcnfem®&zmi-m&ftmmfe£ti~r 
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num. m$m*m> murmm. rmm^mm. tnf a vmrnunrrnF a 

[0071] ^©^BSisiV/Sfcttf&iR^fflv^otLTtt, mtf* ^fo^Ki^ tr^ 
a+i^?— Mftpaiwf wis. 

3 

[0072] m.m^m<o^^x^/i^mm\c^ S5t>©ti/ci4, m*.t£, 

jjs<Z/i?->r— „ T^hnlMh^v^W— MN-met 
hyl D-aspartate;NMDA)^^, a -T^-3-fcKn^^-5-^/Wy#^MJ" 
y— /V— 4— — r- (alpha— amino-3-hydroxy-5—methyllisoxazole— 4 
-propionate ;AMPA)*S»3K, lfctfe}tfi?l& ^-WftJH, IWftlW** 

H^Pt^H, -&>ffc£^/»* (NOS)Pfl*lig, -f^-c^ 

2 

2 

[0073] -Jr^^S^fWiSSiailrLTtt, 03*. tf* ^WVt'lr/*— ©rtBtt©!^ 
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fr*jjjyu±y°?--<Dftm&<D})tfyFbLXl$, Mx.lf, MIP-1 a , MlP-l 0 

„ RANTES, SDF-1 a , SDF-1 0 , MCP-1, MCP-2, MCP-4, 

(Eotaxin) % MDCmWtfbt&o 
[0074] HttP^ K©ll#f«:LTtt, 0dx.»i, AOP— RANTE S x Met— SDF— 1 a , 

Met-SDF-1 jS ^^tf ^tu5 0 
^■^^v-fe^-O^tLTB:, Pro-140#^W<b;ft^>o 
*^^Kttft^Hb*«W:t"rW:, 0d*Ji» ccri, CCR2, CCR3. CCR4, c 

CR5, CXCR1, CXCR2, CXCR3, CXCR4$z&fcTy?=t-Xh&£TfT=t~Xh 
[0075] Xy'vjymtLXtt, M&f, ftmmtLX^ ^nW^o^/-;K Sfift^ 

H\ ^Ife^ywa^ho^ /vW=K, 7*Wr/> x r/nbrtf-V 

^x^lW^ ti»m^ S^^x^f-^^, mk*v*^^s> 
^mim7^-Jv>. y;v*i/juyT±Y~Ys ■7v\**i^gt'<?v&*/> s h 

mf bfvbo ftmm. &m\kLxi$, mm^^/y, zvv=*/v^/y % vymtw 

K-/p:a y^SI^K^/nWhy^A, gt^P7VK>\ ^f^K=^, 

BH8^/v:7VK~:/p^ a/N^i^f-^uK^/PW-hy^A, hyrAi/ypy, 
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&7 -ffV-Y, -7/V-yVh\ WT&isSvy, ST-126P, ^*uy-K 

[0076] rfejg^fiJJII^UTf*, 0!jx.ii, ffnVM* (FK506) , v^n*JKy^, S/PjJA* (y 

3 

[0077] j3 TKW-U^$**JWi9Ki:U"CW:, 01lx.fi, JHb7kif®^/xn-/K ftflfc 

2 

^y &$^y/^/-/K a^-^y^w-y^y-^/K igi^Tf-^ & 

^q/ro-;K yn^o-^, H^f/^fo-zK jfigft^v^^n— A, £ 
^/fn-;K £^yhFy>, /^7tp-/K I&^K^IK:/, iHCTkW'TKy 
>\ AR-C68397, W/tflfvK/^— /V, R, R-7t^TP- A, KUR-1246, K 
UL-7211, AR-C89855, S-1319WW £>*V5o 
[0078] n^hy^vgWftt^m^L-tri, 0iJx.fi, ^7>-/v*^h7KfP^, ^X^fc* 
k -fyjA'A'XXK ±7hvyxK MCC-847, KCA-757, CS-615, YM-158 
, L-740515, CP-195494, LM-1484, RS-635, A-93178, S-36496, BII 
L-284, ONO-4057^/55#ff b^5o 

hv>tf*V>&&&%mmMkLXtt, 0dx.fi, mStoWfUA'* -TSHa^xW- 

2 

[0079] ^^--^-mmmmmkLx^ 0jx.fi, h?-?*h ^n^y^-^y^, 

ffb^o 
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f^D7^^, WktV'^VV, TAK-427, ZCR-2060, NIP-530, *MT/ 
yyux— K ^/7^f>> BP-294, T>K7*h X—y/yjy, TM*7frV*£ 

[0080] ^y^ymmfctLx^ fcifcii, r^yy^j>. ^y^v>, Y*yy^)>, */ 
/<j±yjy>. it?*?*}) ym&m? bft5„ 

112166)4Sf^lfe>*L5 0 

[0081] 7o^^>« (^Tx PG^BSfB-t-So ) tLTtt, PGg£fc7=f=;*K PG 
g^ftT^^-^^W^HSo PG^^^iL-Cfi, PGE£&fc(EPl, EP2 
, EP3, EP4) % PGbg^ft(DP, CRTH2) % PGFg^ft(FP) % PGIgigft(IP) 

fttt^^y-UVmmkL-Xte, Mz.t£. PDE4PI*#K*fc5n!J:77A N is* 
?.yXh(ffi&&T})7ti)^ Bayl 9-8004 v NIK-6 16, n7/^7^h(BY-217) 
/^7^y^(BRL-61063), T^/7A(CP-80633), SCH-351591, YM-97 
6, V-11294A, PD-168787, Ehi4396, IC-485, ONO-6126WW 

o 

[0082] 317^— ifPI^iLTi*. ONO-5046, ONO-6818, MR-889, PBI-110 
1, EPI-HNE-4, R-665, ZD-0892, ZD-8321, GW-311616, AE-3763 



WO 2005/035534 



52 



PCT/JP2004/014864 



[0083] ftxrv'fmm&imtLxti. w%.\*. iwyy, ^y^A-s^yy-^ r^tr 

yy, T*fc°yy •yVTyv^— hBB-g\ -yy/i'-fvK -lVK>^»\ ^yu^y, 

7xt^, M^y-wy^, yyyy/K y^yyy^, i-yy-hy, ynyvvyy-y 

y, ^VKp^WW^^K T-fe^W, vW^PWfA r/7* 
•7-y^yyA, ^-y^y^y, aibK?*\ ^yyny^y, ^yyn^^ifay— /k 
yn3f-fey % 7;WVtVo7iy, 7;WK:7n7xy7^f;V, ^yp^y,, 7ai 
;^P7xy*^A, f77°P7xy, tWo^y, 7*5//P7x^ n^yy 
o7^>"7-hy!7A % TfVSJ-fWaZ/^ ^7^7^, y^y^A®?, *7xr)-J>& 
T/l^!7i^ M^y^i^ 7n^7i=^, >TV7 =&>Aff * ^^7*^ 

/K afflW-T95K, m^/y^v. »/U7r^, */Mfyy, 5^y=y, Wy 

[0084] &&lfcttttftyi7^m(DMARDs, Safety y-^|g) iL"CH\ 09*.if » & 

yn^yy^y^y^z&BliliPi^^L-m, fcifctf, -y-yy;vvy7fc o y^ yi>- 
7^, ^f-^yv. 4-T5y-y-y^/v^, jte-522, yyy^y, */v7o7xy 
, -yy^yf^K, y/v-ydri^-y'py^^, y/wnrynyzny, -iVKyyyy> yi-y^ 
7*y, P/vy^y*^ D^77 , o7xy, ^n^y^/A, ^-y-yn^y, yvV5 

K hntv-ryKyyy^— k iF/H-yn^y, y^yyoy^y^^^tf £>*t5 0 

[0085] 95^*/V^*^<y5?"Y— tb-C«, 0d*.tfx yi^&s/M^W btiZo 
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tftskfemtLXte, Wx.it, JJftnyK T;VjJY*^y, yv^d^if 

o 

mmm^-xit, mx.it, mmyy^y-^ymmm^it-PA),?** 
m^mmmt^xit, mx.it, mtw^—j*, -y^yyy, yu^-n^y^y 

[0086] TNF a Pl^H (ItCTNF a ftft^S S«®i^J^tp) <bLT«, 09*. tf, -(V^y 

iL-6mmmmL^%®fr&fom<Dm&KUM$re;t?)tLx^ mx.it, mr 
iL-m^M(mL-ii/±y°*-T>?^~xh^<Dm&wmffl^tf)hLx^ 

mx.it, Tl-*>y*£tfmtfbtiZ>o 
[0087] tfVkmMtVXit, mx.it, ±yn^yJ^TY^^ ^d^^HtKIP^I, 

;W^fW % ^vO/^lV^ *C7*f-y'*ry, PA-1806, IB-367, h^Wi^ 
, PA-1420, K^F-y/Hf ^ WW7shw?<<i/y, S&m*7*?*ht°#**y;vm& 
mfbtlZo W.A<Dtji±mbVXit, mx.it, PA-1806, IB-367, Vfy^yy, 

pa-1420, v^y/^yy, mfcrxvn^yy, mm±y^^^y^W 

[0088] m^rnx £xf/*tc}mfcm&wm<D^m&£Tf/wtntemiz.m\< ^t><D<tL 
xn, mx.it. wy*-/mmmskm&Tms ^t^k^m, a-^>=^ 
y-ummm, m^myy^jy^mmmm, yy^ymu dpp^t^/v 
^.y^-^mmm, Gix-i$:®mmm, &zTYyrvy$:®mtmm, p 

part=*~*k 7^7-h^3£#J, ^#f£«?6^II^Wbtb3o 
[0089] ^y^^fjt^jfo^&TI&hLTtt, mx.it, T±h^*^Y\ W^y?^ 

mtfmihiiZo wn-jmmmtLxit, mx.it, mmy°7*^y, mmtvy 
*^ym$mifbtiz>o a-y/^yy-^mmtLxn, mx.it, tx/vx-t. 
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V'WJ-Fmsmf bft&o DPP4|S#3iS£L"rW\ MtUZ. NVP-DPP7 
28Amm\f btrf> 0 G\JP-\^W.mhmtVXtt.mz.&. 3i3f1r>7^(exen 
din)4t*mtf <b*V5 0 0 ZYY^^^tfc{ffimi±Xtt.. m*M. AJ-9677, B 
MS-210285, CP-331679, KUL-1248, LY-362884, L-750335, CP-3 

yH^^k 1?t^yK 7-f^U^yh % ✓tfAVy^yk AS-3201, SG-21 

[0090] itSJffijliuffiO^ B5*5J;tJ«/**:W:?fe*^fflv ^©tUTte, #!lxJ*, MTP (Micro 
somal Triglyceride Transfer Protein) Pfi*^ HMG-CoA^tgS^PR 2 ^ 

, xfTu^i/^-tp—emmm. ^yy-mmm(y^v>mmmm.ACAT( 

Tlz/VCoA : 3 W^n— /V O- if) PR*|g, 5-!?*^^ 
— av^n-^iftJDiMSg* JiafrBfeKJlJlMKIx EH&Na Vlfifl-» 
(ileal NaVbile acid transporter; IBAT) PB#3& LDL^tM 

tHtag-issyi&iig, bj^ii, yu-f=x-/mm, ^^>mm. =»v 

*<ru— A-av^/l4H£9& (CETP) P1*ISI, PPART=?~*h ^om^m^ 

[0091] MTPPlW^iLTfi, 0d*.tf. BMS-201038, BMS-212122, BMS-20015 
0 N GW-328713, R-1037574£j&S3gtf kltS. HMG-CoA5l7U^^Pfi^Jib 

/ W^iA n*/^^^ i/^/ W^^WbftSo ACATRB£F2!l£:L-C« 
, #I?U^ F-12511, F-1394, CI-1011, tV^Vm&mfbhZo X?TU^*s 
>±?~VW&mbLXtt, TAK-4 75^ If fetbSo 747*y—V?mM 

fcLTtt, #)?Ui , ^n^T^-h ^f^-f^-k y=S74-f 

y-K S^7-f^9-M»***»f Wx5o ACATPfl^mtLTfi, 
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fclfctf , Cl-1011, FCE27677, RP73163^d^(f btlZo =»U*^n— /HftJR 
DLS*»flH4^kl!l-*^S!S3(lib-CH:, 0>Jxtf, MD-700, LY295427#^^ 

tf e>H5. ^a*ni:LTtt, mi*; *-vx*vm&mf btiZo ppar 

[0092] mm<D^)sxxf/ttdt^m^m^<DtLx^ mm* it'&mm. m 
s^-emmm. &3T.w<tv>$:®fcimm. ppart^^k ±x»\<=^-/^ 

So & 3TVUi-V^mmmmtLXn. mx.lt, AJ-9677, BMS-210285, C 
P-331679, KUL-1248, LY-362884, L-750335, CP-331648WW 

[0093] «PJ^^^^^^<t^/*fcli?&^^m^ffi^feJ:U ? /*fc(iii^-r 

*wm&m, t-tc^mmit^mtm^mm^mmm^mLx^mmm^. 
[oo94] sa*, ®ttm. ngmtom\UL*)R&*&s 

mn, JifcA-ASfc^ -Islfciot, iOO/igj5»blOOOmg<D*6ffl^-fl-0J&»fc# 
0ftP«4h*Jt5d\ SifcttfifcA-AlSfcDx -HKCof , 50 M g^500mg<D$S 

lax?— 0 -iHi*^*(a*iKPS-^$n5*\ tfat- b i^ra*^24i^pfl©isffl-e 
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[0095] *skmtt&m. w-z}^mmi^mt^(D%m<Dmmn^^xt^mmM 

[0096] Z<D£?temm HJf^Wtcfcv vtte, $;Ltft>io*;fcri*H«±©JSte<lfeKtt 
[0097] ft P 8^fc»©rtflUfl**JK:Ht, 09^.tf HSOftJfcfF^ixS**!, * 

Ms mum* mtnu u-sfeak mmm. %mm* ##au mmm^^x\> 
[0098] p ®i*<Dtzit><D?\-mm<omMiz.}^ mz-immm. f^nu ?v-j*m. a 
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[0099] ft*&tt&ft*fcttfcttttffi£*iTl >3&#te««i63*i3. W*.tis X>k*o* 

mattm3&?A>M*.&. r^tvst vj^^m. 'W^ym, xm&m* 

TS?fcVflfcn*^K VJx^m^XT/K ^A^f-l^fk^XT^ *T 

Ty>&*xTsK twvsix^;^) , o^i^ttf, ^yv<>, Mn»x 
*y±v>. &&w)y, mw&yyy, mm^yy^m). Ma-MtLWlt\ls 

[0100] V;vMWJkto1&d&mn®LmiitiX\ ^Q&5\z.H)W&Zftbo mx.lt. l>i:o£ 

mnmmztix^zb<Dfrbm\ftiz>o m^t, i&mr^-^m^ 

®m>bm&tiz>h<Di)K mmitftte2Usk±.&m&Lxm^biriZo $fe>^ 
coioi] ^y- A^itt^fti*fcH:a^ffl$H"rv >5&#fc,Mi8 agstis. mati > o^o 
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, i, 3-7^uyyy=i—/isi$), mW^—^(.WU£, 2-^^f*y-^> 
[0102] «#ffltt^fc*fcW»#«J13ft-CV ^fti^^J;?) J43S$ix5o T>to* 

[oio3] ^HMtt^tittimmm^thx^m^xm^Mo m%.&. v-t-o* 

[0104] V~*>hMte&toifcteMfttiiR&iriX\ M5«i*fcJ:9»aft*n5. 0iJ*Ji* t>£ 

% jMNgiffl*. ^y-ty^ swbSk »»fk»j#*^atfii5*- 

[0105] nftS^J, KASU, fcitf^u-SilBu -^^fflv>^tiS^r^JW^t^ffi^ 
^^^by^Afc^v^ii^^^<DJ:5^?S^JSr^*bTVNT 1 biv\^W'-^J 
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(DW&jmte. ^Jx.«*B#fFB2, 868, 691#*5iV^H3, 095, 

[0106] #m p R^oittoomtMbLxn* tm, mnm. %mm&zxfm*mmz& 

mm<Dm^mmmMttz}m^m\^im^xmm-r^thx^o 
[oio7] 0m p &*<oftto<Djtmm\m, mm. mmmmm. %nmmm, mm 

ztibnmmtetetottmiz.mcxwmtstiZo ut-ottcteztiu-t 
(DWivmwzmmmM, mmizit}*%<kis-&xmzz.i:&x%Zo mm^mmt 

&^x»mirzi>\ um&i/m\z£<oxm&teo t-tdmrn^mmk mzsm 
izmmLxmm-r^thx^o 

[0108] #m P &#<Dfc*tf>® A#J£LTte, xtvS/I'M. » Affi»*»J*fcliK Affl 
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[0109] mxmm^mnm^Kyt. mnm *77»>m&£xFt<o&.m , ute 

[0110] -HH^(l)^**W5*»W^»o5t)» CXCR3tt0tf^fflSr%-r5^-^«r±x 

[0111] £*T, aMSW&SBjfc-fsas, ^M^ixfelcKfeSttSfcO-ettJtcv^ 

[0112] ^^^^^97^iCi§^•g|*5±0TLC(^$^^TV^^y='I^^IK«, ttfflLfc. 
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MSfMSNcfEfcl/Cv >ftrJ*ifiESi (xufhr&xA'—'MrZ') v \ m^f* 

HPLCtf)&#f*, #T<BiI0"C<fc5. 
ttffiflMI: Waters LC/MS 

*9A:Xterra(afikiaS)MS C 5» m, 4. 6x50mm I. D. 

18 

j5fE ji! : 3mL/min 

B$:0. l%hy7^n»ife-T-feh-hyyV»« 



Time (min) 


A* 


B* 


0 


95 


5 


0.5 


95 


5 


3 


0 


100 


3.5 


0 


100 


3.51 


95 


5 


5 


95 


5 



[0113] mmmi:6-(4-tert-^/V^<y^M/V)-l, 3, 3-HM^vV-6-71ffc^P[3. 
2. 



1, 3, 3-M;^;V-6-T1ff>^n[3. 2. l]*^^ (Registry No. : 53460- 
46-1,1. 38g)Olg^^U'^^(24mL)^hy3i^VT^y(l. 57mL)^Px. 



Wk33] 
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: BlSfctfv^ 5 : 1) -tftWtZZ.bKHO, *&Wfc-&%> (2. 36g) £#fc 

o 

TLC:Rf 0. 40(^^:^^/V=3:l); 

NMR (DMSO-d , 373K) : 5 7.44 (d, J=8. 6 Hz, 2 H), 7.35 

6 

(d, J=8. 6 Hz, 2 H), 3.81 - 4.64 (m, 1 H), 3.22 -3.5 
3 (m, 1 H), 3.11 - 3.22 (m, 1 H), 1.68 - 1.79 (m, 1 H 
), 1.42 - 1.57 (m, 2 H), 1.35 - 1.41 (m, 1 H), 1. 21 - 

1. 34 (m, 11 H), 0. 96 - 1. 13 (m, 6 H), 0. 92 (s, 3 H) e 

[0114] $mmui)-U7) 

mm 1 1 m&<oiskft i-tt-r^ iaotj^r©^ 

^J6(E^Jl(l):6-(^n^v'/^V7j?=/V)-l, 3, HW/l^6-7fir^n[ 
3. 2. l]^i?V 

TLC:Rf 0.40(^^:^31^=3:1); 

NMR (DMSO-d, 373K) : 5 4. 11 - 4. 35 (m, 1 H), 3.20 - 

6 

3.49 (m, 1 H), 2.81 - 3.20 (m, 1 H), 2.20 - 2.47 (m, 
1 H), 1.09 - 1.91 (m, 16 H), 1.04 (s, 3 H), 0.82 - 1. 
00 (m, 6 H) 0 

[0115] mMmi(2):l, 3, 3-bV^/^-e-(.2-tyb4/»-6-T^^n\.3. 2. 1]** 
TLC:Rf 0. 3l(^f^:ftlft^/V=3:l); 

NMR (CDC1 ) : 8 7. 80 - 7.96 (m, 4 H), 7. 48 - 7.59 (m, 

3 

3 H), 4. 00 - 4. 73 (m, 1 H), 3. 19 - 3. 73 (m, 2 H), 1. 
54 - 2. 38 (m, 2 H), 1. 27 - 1. 50 (m, 3 H), 1. 12 - 1. 23 
(m, 4 H), 1.01 - 1.10 (m, 3 H), 0.92 - 0.99 (m, 3 H) 
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o 

[0116] mmm(3):6-[4-(^^V^y)-<^M^l-l, 3, 3-hy^f7V-6-TiFtf 
*>*u[3. 2. i]*wy 

TLC:Rf 0. 35(— ^>:^^/V=3:l); 

NMR (CDC1 ) : 8 7. 37 - 7.46 (m, 2 H), 6. 83 - 6.94 (m, 

3 

2 H), 4.00 - 4.63 (m, 1 H), 3.97 (t, J=6. 5 Hz, 2 H), 
3.16- 3.61 (m, 2 H), 1. 68 - 1. 87 (m, 3 H), 1.53-1 
. 69 (m, 3 H), 1. 16 — 1. 53 (m, 8 H), 1. 09 - 1. 16 (m, 3 
H), 0.99 - 1.05 (m, 3 H), 0.92 - 0.96 (m, 3 H), 0.88 

- 0. 93 (m, 3 H) 0 

[0117] mmmiU) :6-(4-Zf^^M/^)-l, 3, 3-hV^^-6-T^^n\_3. 2 

TLC :Rf 0. 40 (^ff-> : ^^^=3 : 1) ; 

NMR (CDC1) : 8 7.31 - 7.41 (m, 2 H), 7. 14 - 7.23 (m, 

3 

2 H), 3. 96 - 4. 65 (m, 1 H), 3. 14 - 3. 63 (m, 2 H), 2. 
62 (t, J = 7. 9 Hz, 2 H), 1. 69 - 2. 29 (m, 1 H), 1. 50 - 1. 
68 (m, 2 H), 1.24 - 1.49 (m, 7 H), 1.09 - 1.18 (m, 3 
H), 0. 99 - 1. 06 (m, 3 H), 0. 86 - 0. 97 (m, 6 H) 0 
[0118] l (5) : 6- (4-^>=¥^-<y^/V) -l , 3, 3-h])^/^-6-r^\f [3. 2 

TLC:Rf 0.31(^^:^31^=3:1); 

NMR (CDC1 ) : 8 7. 35 - 7. 48 (m, 2 H) , 6.83 - 6. 94 (m, 

3 

2 H), 4. 01 - 4. 65 (m, 1 H), 3. 98 (t, J = 6. 5 Hz, 2 H), 
3. 17 - 3. 61 (m, 2 H), 1. 69 - 1. 86 (m, 3 H), 1. 57 - 1 
.68 (m, 1 H), 1.41 - 1.57 (m, 3 H), 1.26 - 1.40 (m, 2 
H), 1.16 - 1.25 (m, 1 H), 1.08 - 1.17 (m, 3 H), 1.01 

- 1.04 (m, 3 H), 0.92 - 1.01 (m, 6 H) c 

[0119] mmm 1 (6) : 1 , 3, 3-hy^/v-6- (4-yp tvi^<^/^) -e-r^ \? ft* [3 . 
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2. 

TLC:Rf 0. 40(^F-*^:fiWfc3i^=3:l); 

NMR (CDC1) : 8 7. 30 - 7.41 (m, 2 H), 7. 14 - 7. 23 (m, 

3 

2 H), 3. 97 - 4.64 (m, 1 H), 3. 13 - 3.63 (m, 2 H), 2. 
60 (t, J=8. 6 Hz, 2 H), 1.69 - 2.31 (m, 1 H), 1.54 - 1. 
69 (m, 4 H), 1.42 - 1.48 (m, 1 H), 1.15 - 1.42 (m, 2 
H), 1.10 - 1.16 (m, 3 H), 1.01 - 1.05 (m, 3 H) , 0.89 
- 0. 98 (m, 6 H) 0 
[0120] mnmi(7):6-(4-*.h*^^Mfr)-l, 3, 3-hy^?VV-6-TlFfcfv^n[3. 2 

TLC:Rf 0. 25(^W>:@^^^/V=3:1); 

NMR (CDC1 ) : 8 7. 37 - 7. 46 (m, 2 H) , 6. 84 - 6. 93 (m, 

3 

2 H), 4.56 - 4.62 (m, 1 H), 4.05 (q, J = 7. 0 Hz, 2 H), 

3. 21 - 3. 60 (m, 2 H), 1. 69 - 2. 30 (m, 1 H), 1. 53 - 1 
.67 (m, 2 H), 1.38 - 1.48 (m, 4 H), 1.27 - 1.37 (m, 1 

H), 1.16 - 1.24 (m, 1 H), 1.10 - 1.15 (m, 3 H), 1.00 

- 1.05 (m, 3 H), 0.90 - 0.97 (m, 3 H) Q 
[0121] ^^12:6-^^/^-1, 3, 3~MM?VV-6-T1ftf^n[3. 2. l]**^ 
Wk34] 



1, 3, 3-hU^/V-6-Tiftfv'^n[3. 2. l]^"^>-(20mg) <D1, 
?>-(0. 70mL)^[C, #y(4-tf~^t 0 yv^) (T/VVVy^iM, #*n^#-5§-22 
696-3, 68mg)4riP^fc.Sl^^>0/^ ^P^K(37mg)SO < C-CiPX., £ 

#-51-800399, 112mg)«rini*.fc. H&»c&4l1*ra«#L;fc3K 6i©Lfc c 
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mu Tmmm&G'ttt&mb&k (65m g ) mtto 

MS (ESI, Pos. 20 V) : 515 (2M + H) + , 258 (M + H) + ;HP 

LCl%&mffl : 3. 84#o 

TLC:Rf 0. 20(^M^:g»^VV=3:l); 

NMR (CDC1) : 8 7. 29 - 7.53 (m, 5 H), 3.92 - 4.67 (m, 
1 H), 3.09 - 3.66 (m, 2 H), 1.68 - 1.85 (m, 1 H), 1. 

50 - 1. 67 (m, 2 H), 1. 25 - 1. 50 (m, 2 H), 1. 10 - 1. 23 
(m, 4 H), 0.99 - 1.09 (m, 3 H), 0.90 - 0.98 (m, 3 H) 

o 

[0122] HJS0ij2(l)-2(77) 

Hi&0ij2(l):l, 3, 3-hy^/V-6-(3-^f-;^^/-r/W)-6-TlFlf^n[3. 2. 

MS (ESI, Pos. 20 V) : 543 (2M + H) + , 272 (M + H) + ;HP 
LC«&B#ffl : 3. 97#o 
[0123] «0ij2(2):6-(4-77^n-<^^)-l, 3, 3-^^-6-71? tfi^u[3. 
2. 

MS (ESI, Pos. 20 V) : 551 (2M + H) + , 276 (M + H) + ;HP 
LCfcWmm : 3. 88# c 

Hife^j2(3):l, 3, 3-hy^/V— 6-(4-^f L ;V^^/^/W)-6-Tf i lf^a[3. 2. 

MS (ESI, Pos. 20 V) : 543 (2M + H) + , 272 (M + H) + ;HP 
LCte&tifm : 3. 99#o 
[0124] %mm2(4) :6-(2-^^yy^)-l, 3, 3-hy^/W-6-TlFt^P[3. 2 

MS (ESI, Pos. 20 V) : 575 (2M + H) + , 288 (M + H) + ;HP 
LCU^m : 3. 80# o 
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^ifef!)2(5):l, 3, 6-(2-^f L /V-<^/^V)-6-Tf t lf^n[3. 2. 

l]^^ 

MS (ESI, Pos. 20 V) : 543 (2M + H) + , 272 (M + H) + ;HP 
LC{$M$B#W : 3. 93# e 
[0125] HitS#j2(6) :6-(2, 4-^cn^^/^)-l, 3, 3-MW/U-6-TlFfcr S^n [3 
. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 653 (2M + H) + , 328, 326 (M + H 
) + ;HPLCffiy$l$|ffl : 4. 15# c 

%m^\2(7):l, 3, 3-hy^/V— 6-(7^yVT-fef-/V)-6-Tiftf^o[3. 2. l] 

MS (ESI, Pos. 20 V) : 543 (2M + H) + , 272 (M + H) + ;HP 
LC&Wmffl : 3. 89# 0 
[0126] 2&&to2(8):6-(4-*h*i"<Z< r S'(A')-l, 3, 3-M)^/V-6-TiftV^n[3. 2 

MS (ESI, Pos. 20 V) : 575 (2M + H) + , 288 (M + H) + ;HP 
LCtfk&mm : 3. 86#„ 
[0127] mnM2 (9) : 1 , 3, 3-blW/V- 6-[ (2E) -3-7x^;>-2-yn^/V]-6-7 
fW^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 567 (2M + H) + , 284 (M + H) + ;HP 
LCfiySBSflRI : 4.01^o 

^ife^j2(10) :6-(i/?v7v&\'%/Vtf-M-l, 3, 3-hy^/W-6-T1ftfv'^n 
[3. 2. \\Hr>?^y 

MS (ESI, Pos. 20 V) : 443 (2M + H) + , 222 (M + H) + ;HP 
LC^Nfffi : 3. 69#o 
[0128] ^J£0>J2(ll):6-(2-^nn-<^^/V)-l ) 3, 3-hy^^-6-T1ft^^n[3. 2 
. lW?^ 

MS (ESI, Pos. 20 V) : 583 (2M + H) + , 294, 292 (M + H 
) + ;HPLC&&mm : 3. 95# 0 
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^ii^j2(12):6-(2-7n^)-l, 3, 3-l^5vW6-T1ft:* v^a[3. 2. 1]^ 
9^ 

MS (ESI, Pos. 20 V) : 495 (2M + H) + , 248 (M + H) + ;HP 
LC&ftmm : 3. 73# 0 
[0129] Hi60!|2(l3) :1, 3, 3-hV&A^(7=&yri&M-e-T1?V$'*vila. 2 
. lW9> 

MS (ESI, Pos. 20 V) : 575 (2M + H)\ 288 (M + H) + ;HP 
LCftftttRQ : 3. 88# 0 

HJg^j2(14):6-(l-T^>'^/V*/^^)-l > 3, 3-hV^/^-6-T^i^9 
u[3. 2. l]^99> 

MS (ESI, Pos. 20 V) : 631 (2M + H) + , 316 (M + H) + ;HP 
LC^TO : 4. 50#„ 
[0130] Hi£#|2(15) : 1, 3,. 3-MW/V-6- (3-7j=;^p/V^) -6-Tiff^n[ 
3. 2. l]*99> 

MS (ESI, Pos. 20 V) : 571 (2M + H) + , 286 (M + H) + ;HP 
LC&W&fm : 4. 02# o 

3U&#|2(16):1, 3, 3-hy^/l^-(2-7^/vy^/-r/W)-6-T1ft^n[3. 

2. i]*99y 

MS (ESI, Pos. 20 V) : 599 (2M + H) + , 300 (M + H) + ;HP 
LC^Bt^ : 4. 15# 0 
[0131] mmm2(l7):l, 3, 3-hV^/^6-l2-(hVyM^^)^^M/>l-6-T^ 
\?i/?vl3. 2. l]*99> 

MS (ESI, Pos. 20 V) : 651 (2M + H) + , 326 (M + H) + ;HP 
: 4. 00# o 

^f!l2(18):l, 3, 3-hU^/V-6-(2-5 L ^/V'T-fef-/W-6-TU I t^n[3. 
2. 1^99^ 

MS (ESI, Pos. 20 V) : 555 (2M + H) + , 278 (M + H) + ;HP 
LC{$M$B#Fm1 : 3. 84# c 
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[0132] ^#12(19) :6-(3->l^/^ , /^)-l 1 3, 3H>y^/V-6-T1ftfv'^u[3. 
2. 1]^*> 

MS (ESI, Pos. 20 V) : 575 (2M + H) + , 288 (M + H) + ;HP 
LCfiy$l$ia : 3. 88# c 

mmm2(20) :6-(2, G-&7A<*V'<y*MA>)-l, 3, 3-HW/l— 
n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 587 (2M + H) + , 294 (M + H) + ;HP 
LC&Wtifm : 3. 91#o 
[0133] Hife^j2(21) :6-(3-yjV^ru-<^MM-l, 3, 3-MW/l— 6-T1ffcV^n[3 
. 2. \\0r?Ts 

MS (ESI, Pos. 20 V) : 551 (2M + H) + , 276 (M + H) + ;HP 
LC««H*W : 3. 89# e 

^^!l2(22):6-(3-^nD-<>-^/V)-l, 3, 3-WfvV-6-TiFt*^n[3. 2 
MS (ESI, Pos. 20 V) : 583 (2M + H) + , 294, 292 (M + H 

4 

) + ;HPLC{£^B#Pia : 4. 04# o 
[0134] Hi£#ij2(23) :1, 3, $-Yy^;\^-(2-^~JV%;Vi$^V)-G-T^\?*S?v[.Z 
. 2. 1]^"^^ 

MS (ESI, Pos. 20 V) : 527 (2M + H) + , 264 (M + H) + ;HP 
LC&&mffl : 3. 84# 0 

mMM2(24):6-l(4-^uy^^)T±^^1-l, 3, 3H^^/V-6-Tlftf^ 
^n[3. 2. 

MS (ESI, Pos. 20 V) : 611 (2M + H) + , 308, 306 (M + H 
) + ;HPLC^NfP^ : 4. 02# o 
[0135] M1&M2(25) :1, 3, Z-Y^)^^-Q-[.A-^)y;V^rvi^;V)-<^M;V]-6-T^ 
fc^a[3. 2. Itfct^s 

MS (ESI, Pos. 20 V) : 651 (2M + H) + , 326 (M + H) + ;HP 
LC{£#H#fffl : 4. 06# o 
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H«J2(26) : 1, 3, 3-hy*?7^-6-(3, 4, S-Wh^^yi/JM-G-T-fV 
v-^n[3. 2. 

MS (ESI, Pos. 20 V) : 695 (2M + H) + , 348 (M + H) + ;HP 

Lc&mmm •. 3. 75#„ 

[0136] H»j2(27):6-(2-7/W^-n^i/^)-l, 3, 3-MM3VW- 6-71ffc^n[3 
. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 551 (2M + H) + , 276 (M + H) + ;HP 
LC&&1%m : 3. 86# 0 

Wm2{2S):G-(py=.-JVT±*f-;V)-l, 3, 3-hy^^V-6-T1flf^oC3. 2 

MS (ESI, Pos. 20 V) : 695 (2M + H) + , 348 (M + H) + ;HP 
LCfcftmffl : 4. 22# 0 
[0137] H»J2(29):1, 3, 3-W7/^-{2-7=;*i/7v'<MA')-G-TlKi'*r' 
[3. 2. 

MS (ESI, Pos. 20 V) : 603 (2M + H) + , 302 (M + H) + ;HP 
LC&£f« : 3. 89# Q 

«^j2(30):6-(3, 4-V?w<^M/V)-l, 3, 3-UW/V-6-T1F \?*/?xi [ 
3. 2. 

MS (ESI, Pos. 20 V) : 653 (2M + H) + , 328, 326 (M + H 
) + ;HPLC{fc^« : 4. 21#„ 
[0138] ^092(31) :6-(4-aif-/W<>0/>f/V)-l, 3, 3-hy^/V-6-TlFtV^P[3. 
2. 

MS (ESI, Pos. 20 V) : 571 (2M + H) + , 286 (M + H) + ;HP 
LC(fc#B#K : 4. 13# c 

H»j2(32):6-(2, 3-^Dn-O^/V)-!, 3, 3-hy^/W-6-Tift^D[ 
3. 2. 

MS (ESI, Pos. 20 V) : 653 (2M + H) + , 328, 326 (M + H 
) + ;HPLC&*#B#F*a : 4. 10# o 
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[0139] HJfc092(33):l, 3, 3-Wf-fV- 6-(l-^!7MVV)-6-TlFlfS/':?G[3. 2. 1];* 

MS (ESI, Pos. 20 V) : 615 (2M + H) + , 308 (M + H) + ;HP 
LC{£}#Hf PpB : 4. 08# o 

mMM2(34):6-(3-^ti^>^/^tiy<M^)-l, 3, 3-MW/^6-T1ffc* 
->?ul3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 555 (2M + H) + , 278 (M + H) + ;HP 
LCfiy$l$WI : 4. 24#„ 
[0140] ^£092 (35) :6-(2, A—Jy )V^ru-<^/^)V)-\, 3, 3-hy^Vl^-T+Ft'v^ 
n[3. 2. 

MS (ESI, Pos. 20 V) : 587 (2M + H) + , 294 (M + H) + ;HP 
LCftftftRQ : 3. 91#„ 

|&60!l2(36):6-(2, 5—yy^u^.^M;V)-\, 3, 3-hy^/X^-6-Tlf^^ 
n[3. 2. 

MS (ESI, Pos. 20 V) : 587 (2M + H) + , 294 (M + H) + ;HP 

4 

LC{fc£pB#fi : 3. 91# 0 
[0141] ^Jg0lj2(37):6-{[l-(4-^on7 3 i^V)^n^^/V]^/V^/V}-l, 3, 3- 
MJ^/W6-Tiflfv'^n[3. 2. \]-*?5>l/ 

MS (ESI, Pos. 20 V) : 362, 360 (M + H) + ;HPLC^^f^ : 
4. 54# 0 

^iS0lJ2(38):6-(2-^h^ri/-<^^)-l, 3, 3-hy^yW6-Tift^n[3. 
2. 1]^^ 

MS (ESI, Pos. 20 V) : 603 (2M + H) + , 302 (M + H) + ;HP 
LCVk&mm : 3. 95# Q 

[0142] Hi£0iJ2(39):6-(4 ^jV^l^MM-l, 3, 3-hy^/V-6-Tift^n[3 

. 2. l]^-^>- 

MS (ESI, Pos. 20 V) : 683 (2M + H)\ 342 (M + H) + ;HP 
LC^B#^ : 4. 72# 0 
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^WJ2(40):6-[(4-^nu7o:7^v')T-fe^]-l, 3, 3-W?/V-G-TlF\? 
^o[3. 2. 

MS (ESI, Pos. 20 V) : 643 (2M + H) + , 324, 322 (M + H 
) + ;HPLCfiyWIB : 4. 00# o 
[0143] ||jfe0!l2(41) :6-(3, 3, 3-hV^/^-6~T-f\f^ 

n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 587 (2M + H) + , 294 (M + H) + ;HP 
LC&ftftm : 3. 95#o 

^1W2(42) :6-(->^n^y Wtf 3, 3-MM5vl^-6-Tif If [ 

3. 2. itfrtty 

MS (ESI, Pos. 20 V) : 527 (2M + H) + , 264 (M + H) + ;HP 
LC&gfR^ : 4. i0# o 
[0144] «^2(43):6-(^n^^*/V/K^V)-l, 3, 3-hU^l— 6-Tift^ 
n[3. 2. l]^*y 

MS (ESI, Pos. 20 V) : 499 (2M + H) + , 250 (M + H) + ;HP 
LC{£j$B#^ : 3. 99#o 

Hi£#l2(44) :6-(3, 5-^nu^<^M;v)-i t 3, 3-MW/V- 6-yWs?vl 
3. 2. l]***^ 

MS (ESI, Pos. 20 V) : 653 (2M + H)\ 328, 326 (M + H 
) + ;HPLC{£^BfW : 4. 26# c 
[0145] «^!|2 (45) : 1 , 3, 3-MJ (7i=/W77^/V) 7ir^/V]-6-XlF 
fc"v^p[3. 2. 

MS (ESI, Pos. 20 V) : 607 (2M + H) + , 304 (M + H) + ;HP 

Lc&mmm 3. 97# 0 

«0!l2(46):6-(^^7^;V^/V)-l, 3, 3-h^fvV- 6-TiFtf^n[3. 2 
. \W?> 

MS (ESI, Pos. 20 V) : 599 (2M + H) + , 300 (M + H) + ;HP 
LC^W : 4. 15# 0 
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[0146] mmm2(47):l, 3, 3-hy^^/V-6-[4-(^^/^^r'»^^'f/l']-6-TlfK' 
i/^n[3. 2. l\*9jry 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
LCfcWmM : 4. 46# 0 

^FJ2(48):6-[(3-^h^^rc=/V)Tir^]-l, 3, 3-W5VV-6-Tlftf 
i/^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 603 (2M + H) + , 302 (M + H) + ;HP 
LC&ftmm : 3. 88# 0 
[0147] ^i£#!j2(49):l, 3, 3-hy*^VW6-(4— <^^^>^)-6-TlFlfi^n[3 
. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 655 (2M + H) + , 328 (M + H) + ;HP 
LC&Wmm : 4. 57#o 

^*fe#l2(50) :6-(4-^^/^^MM-l, 3, 3-MM?V^-6-TlP KV^n [3 
. 2. l]***^ 

MS (ESI, Pos. 20 V) : 711 (2M + H) + , 356 (M + H) + , 1 
52;HPLCi£*#B#^ : 4. 87#o 
[0148] mmm2 (51) : 6-[ (-O-vVv^^) T"fe^V]-l, 3, 3-h!^5vW6-T1f tfi^ 
n[3. 2. 1]^^>- 

MS (ESI, Pos. 20 V) : 603 (2M + H) + , 302 (M + H) + ;HP 
LCi%&mm : 3. 88# c 

sfe&£#)2(52):6-(2, 3-Vy;v*w<y^M;v)-\, 3, 3-l*y^/W6-T-»ft?V* 
n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 587 (2M + H) + , 294 (M + H) + ;HP 

Lc&nmm 3. 93# c 

[0149] HiS#y2(53):6-(3, 5-i?7/l>*V'<^M*)-l, 3, 3-MWA—6-T1^i^ 
n[3. 2. \\Jr>7$^ 

MS (ESI, Pos. 20 V) : 587 (2M + H)\ 294 (M + H) + ;HP 
LCfcftmm : 3. 97# G 
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£ttft|2(54) :6-[(4-^^>7a:=yW)T-fe^]-l, 3, 3-h!W/l— 6-Tlft' 
i^o[3. 2. 

MS (ESI, Pos. 20 V) : 603 (2M + H) + , 302 (M + H) + ;HP 
LC&ftmffl : 3. 86# 0 
[0150] mmM2(55) :6-(4-7tt-3-^;V^MM-l, 3, 3-hV^^-6-T^\f 
is?vl3. 2. l]*?^ 

MS (ESI, Pos. 20 V) : 701 (2M + H)\ 350, 352 (M + H 
) + ;HPLC^^ : 4. 22# G 

^#12(56) :6-[ (2, 5-^b^^7x^)7tf;V]-l, 3, 3-MW/V-6-T 
Wi/?X3l3. 2. l~\*??y 

MS (ESI, Pos. 20 V) : 663 (2M + H) + , 332 (M + H) + ;HP 
LCQkftmm : 3. 93#o 
[0151] Hifc#j2(57) :6-[(3, A—y^Y^yy^^V)T±^/V]-\, 3, 3-h!J^f;l-6-7 
1ftfv^p[3. 2. i^arwy 

MS (ESI, Pos. 20 V) : 663 (2M + H) + , 332 (M + H) + ;HP 
LC##B#F*fl : 3. 73# 0 

H»J2(58):6-({[(1R, 2S, 5R)-2— {yv°n\£>V-<o-^>\<*y>;xi^*y>V\* 
3r>}Ti^7V)-l, 3, 3-MJ^/V-6-TiftV^n[3. 2. \\Jr?$y 
MS (ESI, Pos. 20 V) : 699 (2M + H) + , 350 (M + H) + , 2 
12;HPLCifcf|lf|ra : 4. 59# 0 
[0152] mn&te (59) : 6-^^^^^^) -l , 3, 3-h!W/V-6-Tlf if %/*xi [ 
3. 2. \\*Wy 

MS (ESI, Pos. 20 V) : 471 (2M + H) + , 236 (M + H) + ;HP 

ijcmmtim • 3. 86# 0 

2Ufe0|]2(6O) :6-(3-*tJn-4-7/^P^V>^)-l, 3, 3-MW/V-6-T1f 
tv^n[3. 2. \\1r99y 

MS (ESI, Pos. 20 V) : 619 (2M + H) + , 312, 310 (M + H 
) + ;HPLCfc&mm : 4. 08# o 
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[0153] Hffi0!|2(61):3-[(1, 3, 3-hy^/V-6-Tift^n[3. 2. l]^*-6-^/V) 

MS (ESI, Pos. 20 V) : 565 (2M + H) + , 283 (M + H) + ;HP 
LC&Wmm : 3. 77#„ 

^Jfi^2(62):6-[2-7/V^-a-5-(hy7^n^/l/)^O^V]-l, 3, 3-W 
^/V-6-Tift*^n[3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
LCfiy*B#W : 4. 08# o 
[0154] %mm2(6Z):G-i4-7jV*xi-Z-(Y})y;V*u^;V)^^M;V']-\, 3, 3~W 
^/V-6-Tlftf^n[3. 2. 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
•LCfiyeiSlffl : 4. 10# o 

^*£^J2(64):6-[5-7/V^-a-2-(hy7/V^-n^/V)^^y^yV]-l > 3, 
^/V-6-TiFtf^n[3. 2. 1]^"^> 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
LCfiy$B#KI : 4.06^o 
[0155] mnffl2 (65) : 6-[3-7^n-4- (hy^/l^n^^) ^>^V]-1 , 3, 3-hyp< 
^/V-6-Tift^D[3. 2. 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
LCfc&mffi : 4. lift, 

^2&#|2(66):6-(3, 5-^^^V^/V)-l, 3, 3-W^V-6-TlFtfv^ 
n[3. 2. l]^^ 

MS (ESI, Pos. 20 V) : 635 (2M + H) + , 318 (M + H) + ;HP 
LC&ftmm : 3. 91ft 0 
[0156] *i6^j2(67):6-[2-7/^i3-3-(hy7/^a^V)-<^-f/V]-l > 3, 3-W 
f L /V-6-Tiffv'^ci[3. 2. l]***^ 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
LCfiM*H#ra : 4.08^o 
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^W6-Tift*i/^o[3. 2. 

MS (ESI, Pos. 20 V) : 687 (2M + H)\ 344 (M + H) + ;HP 
LC{£#l$P*a : 4. 04# o 
[0157] Hi£f!l2(69) : 1, 3, 3-W:M— 6-{ (2E)-3-[3-(hy^^o^/V)7^^ 

MS (ESI, Pos. 20 V) : 703 (2M + H) + , 352 (M + H) + ;HP 
LC&gM^ : 4. 19# 0 

^JS^J2(70):6-(3-7/^o-4-^^-<^/-f/W)-l, 3, 3-W^V-6-T^ 
tf^n[3. 2. ltyffy 

MS (ESI, Pos. 20 V) : 579 (2M + H)\ 290 (M + H) + ;HP 
LC{fc#l$P^ : 4. 04# o 
[0158] Hi&#J2(71):l, 3, 3-V)^^^-{A-W)y^xx^,V)^vy 7 ^)V\-<-y 
*M;i<}-6-T-W/?vl3. 2. 

MS (ESI, Pos. 20 V) : 715 (2M + H)\ 358 (M + H) + ;HP 
LC&gFTO : 4. 22#o 

«01j2(72):6-[2-7/^P-6-(hy7/V^-D^V)-<Vl/-1 > /V]-l, 3, 3-W 
5vV-6-T1ffc*v^n[3. 2. \\irt^s 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 

Lcfcnmm •. 4. 06#„ 

[0159] H2i#!]2(73):l, 3, 3-hy^/W-6-[4-(hy7/^P^h=ar'»^y^/V]-6-T 
ift^n[3. 2. \]HrWy 

MS (ESI, Pos. 20 V) : 683 (2M + H) + , 342 (M + H) + ;HP 

Lc&nmm : 4. ll#o 

»0ij2(74) :1, 3, 3-t^WA-6-{[(lR, 2R)-2-7^^^n^DtVv]^ 
/Vi$~;l<}-§-T*F\?i/?v[3. 2. 1]^*^ 

MS (ESI, Pos. 20 V) : 595 (2M + H) + , 298 (M + H) + ;HP 
LC&&tifm : 4. 08# o 
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[0160] ^ffif!l2(75):6-(2-^nn-5-7/V^-n^y^/k)-l, 3, 3-HJ*?v1<-6-T1P 
fc*i^n[3. 2. 1]*^^ 

MS (ESI, Pos. 20 V) : 619 (2M + H) + , 312, 310 (M + H 
) + ;HPLCflM$l$|H] : 4. 00# o 

^WJ2(76):6-[2-^V^-D-4-(hy^^-n^/V)^>>/>ryU]-l, 3, 3~hV* 
fv^-6-T1ftfv^ci[3. 2. l]jr?*l/ 

MS (ESI, Pos. 20 V) : 687 (2M + H)Y 344 (M + H) + ;HP 

Lcu&mm : 4. 11# 0 

MMm2{77) :6-l3-7fr*V-5-(b])7J\s*n^/U)^^MjU]-l, 3, 3-h!^ 
^/V-6-TW^n[3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 687 (2M + H) + , 344 (M + H) + ;HP 
LCfc&mm : 4. 15#o 
[0161] Hig^j3:N-(3, 4-^nn7x=;V)-l, 3, 3-M)^/V-6-Tiff'i/^n[3. 2. 
l]^-^^^-6-*7^^^5K 
Wb35] 



1, 3, 3-hy^/V-6-TlFfc*i^n[3. 2. l]^-^^(20mg)(DN ) N-v^fvV 
TirhT5:K(0. 80mL)^f£t£, 3, 4-^PP7i^/Wy^- M49mg)£g 
m-e*P^/c 0 JxJ^^^S-Cl B*#Lfc 0 PS-hy^T5^(112mg)^P^.fc 0 £ 

^(48mg)£#fc 0 

MS (ESI, Pos. 20 V) : 683 (2M + H) + , 343, 341 (M + H 

) + ;HPLC^mm : 4. 17# Q 

TLC : Rf 0. 56 (^nn/jvW*:^/— /V=20: 1) ; 

NMR (CDC1 ) : 5 7.66 (d, J = 2. 4 Hz, 1 H), 7.31 (d, J = 8 

3 




CH. 



CI 
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. 6 Hz, 1 H), 7. 21 - 7. 27 (m, 1 H), 6. 03 - 6. 12 (m, 1 
H), 4.13 - 4.46 (m, 1 H), 3.26 - 3.44 (m, 1 H), 3.08 

- 3.16 (m, 1 H), 1.89 - 2.03 (m, 1 H), 1.70 - 1.83 (m 

, 1 H), 1.51 - 1.65 (m, 2 H), 1.42 - 1.50 (m, 1 H), 1 

. 31 - 1.41 (m, 1 H), 1.12 (s, 3 H), 1.02 (s, 3 H), 0.9 
6 (s, 3 H) c 
[0162] Hife0!|3(l)-3(59) 

lt«3(l):l, 3, 3-hy^7WN-7^/W-6-Tift^n[3. 2. lW?^- 
6-*/V^=3rf"5K 

MS (ESI, Pos. 20 V) : 545 (2M + H) + , 273 (M + H) + ;HP 
LC&ft&fffl : 3. 80# o 
[0163] H»j3(2):N-[l-(3— ry^n^/V7^7V)-l-^/^^]-l, 3, 3~hV 

MS (ESI, Pos. 20 V) : 709 (2M + H) + , 355 (M + H) + ;HP 
LC&ftmm : 4. 24# 0 

^0ij3(3):N-(4-^nn7a:^)-l, 3, 3-MJ^/W-6-TlFfcV^D[3. 2. 1 

MS (ESI, Pos. 20 V) : 613 (2M + H) + , 309, 307 (M + H 
) + ;HPLC&^B^ : 3. 99# c 
[0164] Hj&0ij3(4):l, 3, 3-hy^/V-N-(3-^/K7oi~/V)-6-Tlffc^P[3. 2. 1 

MS (ESI, Pos. 20 V) : 573 (2M + H) + , 287 (M + H) + ;HP 

Lc&mmm 3. 9i# e 

^Jg^!l3(5) :N-(3-^ncr^n/W)-l, 3, 3-W^-6-Tlffc*v^n{3. 2. 1 
MS (ESI, Pos. 20 V) : 613 (2M + H) + , 309, 307 (M + H 
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) + ;HPLC»#l$|B] : 4. 00# o 
[0165] mMM3(6) :N-^o^3rv7V-l, 3, 3-hy^/W6-TiffV^n[3. 2. 1]^ 
^-6-#;w#>1KK 

MS (ESI, Pos. 20 V) : 557 (2M + H) + , 279 (M + H) + ;HP 
LCtfkftmm : 3. 95# e 

H^j3(7):N-(2-^na7^-^)-l, 3, 3-bV^^-6-T^y^nl3. 2. 1 

MS (ESI, Pos. 20 V) : 613 (2M + H)\ 309, 307 (M + H 
) + ;HPLC{fc&M : 4. 10ft 0 
[0166] ^I1£#J3(8):1, 3, 3-W^/WN-(4-^/K7ai-yV)^-T1ffc^P[3. 2. 1 

MS (ESI, Pos. 20 V) : 573 (2M + H) + , 287 (M + H) + ;HP 
LC{£#B#f!8 : 3. 91# c 

S^^J3(9):1, 3, 3-Ml^/V~N-[3-(hy^3i-n^/>)73i-/V]-6-Tiftf 
v^n[3. 2. l]^^^-6-^^>f-5:K 

MS (ESI, Pos. 20 V) : 681 (2M + H)\ 341 (M + H) + ;HP 
LC^WpB : 4. 08# o 
[0167] H^j3(lO):N-(2-^h^>^^/k)-l, 3, 3-MM^/V- 6-Tf s fc^n[3. 2 
. l]^*^-6-#/MK=3rlKK 

MS (ESI, Pos. 20 V) : 605 (2M + H) + , 303 (M + H) + ;HP 
LC^NfP^ : 3. 99# 0 

^^J3(ll):N-(2, 6-*My7n¥/vyx.~;\<)-\, 3, 3-hy^/V-6-Tift'*v' 
^n[3. 2. l]^^-6-#/V#>lKK 

MS (ESI, Pos. 20 V) : 713 (2M + H) + , 357 (M + H) + ;HP 
LC{fc#Hf^ : 4. \7ft 0 

[0168] mmm (12): n- o-^h^i/y^/v) -1 , 3, 3-m^/v~6-tif [3. 2 

. l]^*^-6-#/W#'=¥lKK 

MS (ESI, Pos. 20 V) : 605 (2M + H) + , 303 (M + H) + ;HP 
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LCfiy$l#IHI : 3. 82#„ 

^»J3(l3):N-(4-^h^^7^=/W)-l, 3, 3-W^/k-6-TlFfc*v^n[3. 2 

MS (ESI, Pos. 20 V) : 633 (2M + H)\ 317 (M + H) + ;HP 
LC&ftmm : 3. 86#„ 
[0169] %iff|3(14) ;N-(4-^Mfy7xs^)-l, 3, 3H^?vV-6-71fbf^n[3. 2 

MS (ESI, Pos. 20 V) : 605 (2M + H) + , 303 (M + H) + ;HP 
LC&ftmm : 3. 77#„ 

HJfe^j3(15):l, 3, 3-hy^;W-N-(l-^^/V)-6-T"9-V^n[3. 2. l]* 
^^^-6-^7/^:arf-5K 

MS (ESI, Pos. 20 V) : 645 (2M + H) + , 323 (M + H) + ;HP 
: 3. 93# 0 

[0170] ^ife^!]3(16):N-(2-^h^r^^=^)-l, 3, 3-hy^V-6-Tift^n[3. 2 
. l];*^^-6-#^*lKK 

MS (ESI, Pos. 20 V) : 633 (2M + H) + , 317 (M + H) + ;HP 
LCiS^BtBa : 4. 13#o 

^ifef!)3(l7):l, 3, 3-h!J^W-N-[2-(hy7/^P^^/W)7^^/V]-6-T1f 

tfv^u[3. 2. 

MS (ESI, Pos. 20 V) : 681 (2M + H) + , 341 (M + H) + ;HP 
LC{fc£fH^ : 4. 06# o 
[0171] 3?iSF!l3(18) :N-(2, *.~>V)-\, 3, 3-hy^/V-6-Tlft^n[3 

. 2. iW?>-6-*/v#*V^ 

MS (ESI, Pos. 20 V) : 683 (2M + H) + , 343, 341 (M + H 
) + ;HPLC^(^Pfl : 4. 32# e 

Hi&#l3(19): l, 3, 3-UW/W-N- {2-^;vy^jV) -6-nffc'v^o [3. 2. 
MS (ESI, Pos. 20 V) : 573 (2M + H) + , 287 (M + H) + ;HP 
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LCmZtitm : 3. 84# e 
[0172] ^WJ3(20) :N-(2-7/V^-n73i=/V)-l, 3, 3-W^V-6-Tlffc*^n[3. 

2. l]^-^^-6-*/V7j?^-^5K 

MS (ESI, Pos. 20 V) : 581 (2M + H) + , 291 (M + H) + ;HP 

Lcmzmm 3. 88# 0 

Hii0!l3(2l):N-(3-7/^n7^/V)-l ( 3, 3-hy^/V-6-TlFfc^D[3. 

2. lJ^^-6-;t7/V#>lKK 

MS (ESI, Pos. 20 V) : 581 (2M + H) + , 291 (M + H) + ;HP 
LC^H^ : 3. 89# 0 
[0173] m&#|3(22) :N-(2, )Virxi-7^fV)-\, 3, 3-hV^^-6~T-f^ 

[3. 2. l]^-^V-6-*/VJJ?W5K 

MS (ESI, Pos. 20 V) : 617 (2M + H) + , 309 (M + H) + ;HP 
LCfiM^l^ra : 3. 86#o 

mMmS(23):N-(4-yfyzfuM7^=./V)-l, 3, S-W^fV- 6-Tif [ 

3. 2. l]^-^^>--6-^7V^f-5K 

MS (ESI, Pos. 20 V) : 629 (2M + H) + , 315 (M + H) + ;HP 
LCfiy$B£fia : 4. 13# c 
[0174] 3l2fe#|3(24) :N- (2-31^7*=^) -1, 3, 3-MJ^f/l-6-7f^n[3. 2 
. l]^^-6-#/V#'3rlKK 

MS (ESI, Pos. 20 V) : 601 (2M + H)\ 301 (M + H) + ;HP 
LC«#B#|HJ : 3. 93# 0 

^#13(25) :N^^;W1, 3, a-MW/l— 6-T1f KV*n [3. 2. l]^*^ 

MS (ESI, Pos. 20 V) : 573 (2M + H) + , 287 (M + H) + ;HP 
LCi£#£B#fia : 3. 80# o 
[0175] mft«3(26):N-(2-^nn-6-^^73i=^)-l, 3, 3-MW/W-6-TlFtfv' 
*n[3. 2. l]^^^-6-^/V^f-5K 

MS (ESI, Pos. 20 V) : 641 (2M + H)\ 323, 321 (M + H 
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) + ;HPLC{£#B#Pf8 : 3. 89#„ 

lliS^J3(27):N-(4-7/V^-o7a:=/V)-l, 3, 3H^^/l^-TlFfc^D[3. 

2. lW^-6-ti;V^^Y 

MS (ESI, Pos. 20 V) : 581 (2M + H) + , 291 (M + H) + ;HP 

Lcm$mm • 3. 84# e 

[0176] ^ii^j3(28):l, 3, 3-hy^l—N-[4-(hy7/^P^/V)7^^/V]-6-Tif 
t^n[3. 2. l]^^^-6-*/WJj?^5K 

MS (ESI, Pos. 20 V) : 681 (2M + H) + , 3.41 (M + H) + ;H 
PLC&#($Pffl : 4. 10# o 

^»j3(29):N-(2, As? x.-;V)-l, 3, 3-hV^^-6-T-f \?i/?v [ 

3. 2. 1]^^^-6-*/VtK^^5K 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
LCte&mm : 3. 97# c 
[0177] Hifef»|3(30) :1, 3, 3-MJ^/V-N-[3-(^^/V^/^7^)^^-/^]-6-T1f 
\?>y?u[3. 2. l]^^^-6-^yV7K^rf-5:K 

MS (ESI, Pos. 20 V) : 637 (2M + H) + , 319 (M + H) + ;HP 
LC&ftmm : 3. 99# 0 

Hife^j3(31):N-(l-T^V^/V)-l, 3, 3-W5vV-6-T1ftfi^n[3. 2. 1 
] ^*y^-#/V#*lKK 

MS (ESI, Pos. 20 V) : 661 (2M + H) + , 331 (M + H) + ;HP 
LC&ftmm : 4. 39# 0 
[0178] ^mms(32) :N-(2, 4-^hdf-^^/V)-l, 3, 3-hy^V-6-Ti^t^n[ 
3. 2. l]*^^-6-#/V#:3rlKF 

MS (ESI, Pos. 20 V) : 665 (2M + H) + , 333 (M + H) + ;HP 
LC&&R#Pfl : 3. 89# 0 

^»j3(33):N-(3, b—y^;Vy^=.;V)-\, 3, 3-hy^^-6-T^v'^n [ 
3. 2. l]*??>-6-j};ls#*y-^ 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
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LC&Wmffl : 4. 04# o 
[0179] ^0!)3(34) :N-^>^;V-1, 3, 3-W^W6-TlFfc*^n[3. 2. 1]*^^ 

MS (ESI, Pos. 20 V) : 629 (2M + H) + , 315 (M + H) + ;HP 
LCfl&J$l$|B! : 3. 95#o 

»^3(35):N-(3, 5- f J^uuy^/U)-l, 3, 3-bD 7W6-Tiflf^n[3 
. 2. l]^*^-6-#/V^f-5K 

MS (ESI, Pos. 20 V) : 683 (2M + H)\ 343, 341 (M + H 
) + , 214;HPLC^B#P^ : 4. 26#<, 
[0180] 2li£#|3(36):N-(2, 5-^Dn7x=M-l, 3, 3-hlW/V— 6-Tlftf [3 
. 2. l]^^^-6-*/V^^rf-5K 

MS (ESI, Pos. 20 V) : 683 (2M + H) + , 343, 341 (M + H 
) + ;HPLC&Wmm : 4. 33#o 

*ife0y3(37):N-(2-^h^v--5-^/V7m-7V)-l, 3, 3-MW/V-6-Tlflf 
i/^n[3. 2. l]^^-6-#/V*>lH:K 

MS (ESI, Pos. 20 V) : 633 (2M + H) + , 317 (M + H) + ;HP 
LC^f^^ : 4. ll#o 
[0181] ^$j3(38):N-(5-?nn-2-^fvK7;n^)-l, 3, 3-bV^/^-6-T^> 
^n[3. 2. l]^^^-6-^/V*>^5:K 

MS (ESI, Pos. 20 V) : 641 (2M + H) + , 323, 321 (M + H 
) + ;HPLC&Wmm : 4. 04# o 

^#13(39) :N-(1, l'-fc'7^^V-2-^/V)-l, 3, 3-hlJ^/^-6-Tiftf^ 
D[3. 2. l]^^>--6-*/V^^^K 

MS (ESI, Pos. 20 V) : 697 (2M + H) + , 349 (M + H) + ;HP 
LCt^H^ : 4. 19# 0 
[0182] ^f!]3(40):N-(2, §-Wxixi7 3, 3-hU^^-6-Tiflf^n[3 

. 2. l]^^^-6-*/V*^f-5K 

MS (ESI, Pos. 20 V) : 683 (2M + H) + , 343, 341 (M + H 
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) + ;HPLC^nmm : 3. 86# c 

|£»J3(41):1, 3, 3-hy^V-N-(2-7^/^^)-6-Tiftr^a[3. 2 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
LO%&mm : 3. 89# G 

[0183] %mu (42) ; n- (2, A-^^-t^y^v) -1 , 3, 3-hv^^-6-r^ 1 

3. 2. l]^-^^>-6-^/V^f-5K 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
LC{fc&R#ffl : 3. 95# Q 

Hi&#|3(43) :N-(4-^nti-2-^/V7in^)-l ) 3, 3-1^^-6-TlFtfv' 
^d[3. 2. l]^-^y-6-^77V^f-5K 

MS (ESI, Pos. 20 V) : 641 (2M + H) + , 323, 321 (M + H 
) + ;HPLC^^^ : 4. 00# o 
[0184] H»3(44) :N-(2, G-*J*h&S7a£zA>)-l, 3, 3-hy^/W-6-Tlfir^n[ 
3. 2. iW?is-6-%;]s#*y-^ 

MS (ESI, Pos. 20 V) : 665 (2M + H) + , 333 (M + H) + ;HP 
LC&Wmm : 4. 01^ o 

HJfe^j3(45):N-(5-^nn-2-^hdrV7^/V)-l, 3, 3-f>y^/I— 6-TiFfcV 
^p[3. 2. l]^*y-6-#7l^lH-K 

MS (ESI, Pos. 20 V) : 673 (2M + H) + , 339, 337 (M + H 
) + iHPLCfcWmm : 4. 19#„ 
[0185] ili3(46):xf;k 4-{[(l, 3, 3-hy^V-6-Tift'V^n[3. 2. 
6-f/v) ^7/vfc;v]T^y}^^/^-h 

MS (ESI, Pos. 20 V) : 689 (2M + H) + , 345 (M + H) + ;HP 
LC&W%m : 3. 99# 0 

HjS0tj3(47):l, 3, Z-W^^-K-lA-i^JWVyy-^y^jV^-T^ 
t^n[3. 2. l]^^y-6-^/U^f"5K 

MS (ESI, Pos. 20 V) : 637 (2M + H) + , 319 (M + H) + ;HP 
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LCfly#l*W : 3. 95# e 
[0186] ^ijS^j3(48):N-(2--Yyynt:VW-6-^/>7^/V)-l, 3, 3-H^fVl^-6-T 
1ft^p[3. 2. l]^-^>--6-^^dr^5:F 

MS (ESI, Pos. 20 V) : 657 (2M + H) + , 329 (M 4- H) + ;HP 

Lommm 4. 02# o 

^|}&#i|3(49):N-(2, AV^A*) -1 , 3, 3-WJyf/M-7f^^n[ 

3. 2. l]*^^-6-*/VJj?^f-5K 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
LCft&ttlH : 3. 91# e 
[0187] ^Sfe093(5O):l, 3, 3-ttW/WN- (4-7 ^~/V) -6-nffc'v^n [3 

. 2. l]^-^^-6-*/W^^5K 

MS (ESI, Pos. 20 V) : 729 (2M + H) + , 365 (M + H) + ;HP 
LCflM$l$ffl : 4. 11# 0 

^^J3(5l):N-(3-3^vK7^-/V)-l, 3, 3-MJ^^W6-TlFlf^p[3. 2 

4 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
UCfmvZfgl : 4. 02# o 
[0188] ^Jg^j3(52):N-(4-^h^-2-p«^7^/V)-l, 3, 3-U^^VV-6-T1ftf 
->*n[3. 2. l]*^^-6-*A**^K 

MS (ESI, Pos. 20 V) : 633 (2M + H) + , 317 (M + H) + ;HP 

Lommm = 3. so#„ 

MMW3(53):^A 3-7^/V-2-{[(l, 3, 3-h!W/W6-TlFfc*v^tx[3. 
2. l] ^^-6— fVV) ^B/<A-h 

MS (ESI, Pos. 20 V) : 745 (2M + H) + , 373 (M + H) + ;HP 
LC&&mm : 4. 005> o 
[0189] mMW3(54):^<7-A> 3-{[(l, 3, 3-h!W/V-6-Tif tf i"?n [3. 2. 1]^*- 

MS (ESI, Pos. 20 V) : 689 (2M + H) + , 345 (M + H) + ;HP 
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LCtfcftM : 3. 97#„ 

^i!0'J3(55):N-(2-^y7 p ntVV7 3 :^)-l 1 3, 3-W5vl^-TiFfc'^o[ 
3. 2. 

MS (ESI, Pos. 20 V) : 629 (2M + H) + , 315 (M + H) + ;HP 
Utfmnft : 4. 02# o 
[0190] 3li£#j3 (56) ; 1, 3, 3-Y^)^J\^-{(\S)-\-y^;V3L"f-;V]-Q-T^\f i/9 
n[3. 2. l]^*y-6-;fr/V#3rlKK 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 
LC{£#B#ffl : 3. 89# 0 

3*06093(57) :1. 3, 3-HW/V-N-[(lR, 2S)-2-7a:=;^o/P^]-6- 
Tiffv-^n[3. 2. l]^-^V-6-^/V#>^5K 

MS (ESI, Pos. 20 V) : 625 (2M + H) + , 313 (M + H) + , 1 
80;HPLCfiM#I^R| : 3. 91# Q 
[0191] Hil#l3(58):N-(2, Q—J^;vy^)V)-\, 3, 3-h!W/W6-T1ftf^n[ 
3. 2. l]*^V-6-*^*f-5K 

MS (ESI, Pos. 20 V) : 657 (2M + H) + , 329 (M + H) + ;HP 
LC«#B*W! : 4. 04# o 

Hlfe^3(59):N-(2-tert-^/^-6-^yV73tr:/k)-l, 3, 3-MW/V-6-T 
•fVS/fulS. 2. l]***y-€-#A#*^$H 

MS (ESI, Pos. 20 V) : 685 (2M + H) + , 343 (M + H) + ;HP 

Lc&mmm : 4. na. 

[0192] Hifc#|4:6-(2, 6-^Mr>^vvW)-l, 3, 3-WJ^A^-6r-TfW^o[3. 2 
Wb36] 



1, 3, 3-M;^/W6-Tiftr^n[3. 2. l]^-^>(20mg)O'rh7t:Ko75V( 
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0. 40mL)^$tK, 2, 6-v^H*i/^XT/V-rtK(43mg), g^(0. 004mL)*5 
£U*MP-hyT-fc^v-#ntKyF (T*=f/-^?yui?-im, #*n;/#-§-8004 
15, 188mg)^Mt?)ii»x.fc 0 KS^m^U^l 0 «#Lfco KJ&$c^PS-h 
^fcK^^CT^y-h^^yn^th^, ^7^n^#-^800272, 153mg)£xi> 
7tKD77^(lmL)^P^fc 0 H/£$t£6P#[l5«#Uc:m, 3i®Ut 0 5$£m*gL 
, TlEfettfll^-r^^PJ!^^(40mg)^#fc 0 

MS (ESI, Pos. 20 V) : 304 (M + H) + ; HPLC&^W : 3. 34 

TLC:Rf 0. 38(^oo^A:^/— /P:28%Tl^^r~ TtK = 80: 10: 1) ; 
NMR (CDC1 3 ) : 5 7.15 (t, J=8. 3 Hz, 1 H), 6.53 (d, J=8 
. 3 Hz, 2 H), 3. 66 - 3. 90 (m, 8 H), 3. 17 - 3. 28 (m, 1 
H), 2.78 - 2.89 (m, 1 H), 2. 30 - 2.44 (m, 1 H), 1.51 
- 1.62 (m, 1 H), 1.30 - 1.46 (m, 2 H), 1.19 - 1.30 (m 
, 1 H), 1.16 (s, 3 H), 0.93 - 1.09 (m, 5 H), 0.82 (s, 
3 H) Q 

[0193] Hife0!l4(l)-4(122) 

»0!l4(l):l, 3, 3-hy^/V-6-[(l-^/V-lH-t°n-/l^2-- i)V)^;V\- 
6-Tiftf^n[3. 2. 

MS (ESI, Pos. 20 V) : 247 (M + H) + , 215;HPLC{££FB#Ha : 
3. 20# o 

[0194] H#!#il4(2):l, 5-^^-2-^*— /V-4-[(l, 3, 3-hy^fvV-6-TlFfc^ 
n[3. 2. l]^J-^^-6--</W)^^]-l, 2-v^tKn-3H-t°7^-/V-3-^-^ 
MS (ESI, Pos. 20 V) : 354 (M + H) + , 201;HPLC^f^^ : 
3. 14# c 

^iS^|4(3):{5-[(l, 3, 3-hy^/V-6-T^tf^n[3. 2. l]^*-6-MVV)^ 
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MS (ESI, Pos. 20 V) : 306 (M + H) + ;HPLC&#B#P*a : 3. 18 

[0195] |||4(4):{5-[(1, 3, 3-W^/l-6-7iftf^n[3. 2. 
^/V]-2-7yyV}^^y-/V 

MS (ESI, Pos. 20 V) : 264 (M + H) + ;HPLC{££H$f!g : 2.96 

^WJ4(5) :6-[(2E)-3-(2-7y^)-2-^n^^]-l, 3, 3-hV^^~6-T 
iftfv-*p[3. 2. i]*?fy 

MS (ESI, Pos. 20 V) : 260 (M + H) + ;HPLO£#« : 3.27 

[0196] ^^(6):6^^yV-l, 3, 3-hy^/W6-Tiffc'v-^n[3. 2. l]^-^>- 
MS (ESI, Pos. 20 V) : 244 (M + H) + , 152;HPLC{££fB#F^ : 
3. 23# 0 

mMM4(7):6-(2-^h^y^<y^)-l, 3, 3-W5vW6-T1ftf^n[3. 2. 

MS (ESI, Pos. 20 V) : 274 (M + H) + ;HPLC{SjM$B#M : 3. 29 

[0197] ^^0U4 (8) :6-(2, 3-^h^^^/V)-l, 3, Z-Y^^;V-e>-T-f}f^u{3 
. 2. 

MS (ESI, Pos. 20 V) : 304 (M + H) + ;HPLC^M : 3. 33 

»f!j4(9):6-(2 > A-^Y^y^y-J/V)-\ t 3, 3-hy^V-6-7iffc*v^n[3 
. 2. l]*??^ 

MS (ESI, Pos. 20 V) : 304 (M + H) + , 151 ;HPLCf££fB#Ffl : 
3. 34#o 

[0198] mmmilO) ■■ 1, 3, 3-hy^V-6-(2, 4, 6H^h^^>^)-6-TiFtf*> 
*n[3. 2. 1W?> 

MS (ESI, Pos. 20 V) : 334 (M + H) + , 181;HPLCfiM*l*M : 
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3. 42#o 



Hffi0!l4(ll):6-(2, 5-^^->^)-l, 3, 3-MW/l^-6-TlFfc*^n[ 
3. 2. l^ffls 

MS (ESI, Pos. 20 V) : 304 (M + H) + ;HPLCi&j3H#|18 : 3. 31 

fro 

[0199] Hlfe0!l4(12):{2-[(1, 3, 3-MJ^/W6-Tiflf^n[3. 2. l]^*-6->M') 

MS (ESI, Pos. 20 V) : 318 (M + H) + ;HPLC{&f£R#|!8 : 3. 18 

»Fd4(13):l, 3, 3-Y^^JV-G-[_2-{Y x Jy;V^n^;V)^'J/V]-Q-T-f 
t'^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 312 (M + H) + ;HPLCi££pB#F^ : 3.40 

[0200] Hi&#j4(l4):l, 3, 3-hy^/V-6-(2-^f 1 /V^v ? /V)-6-TlJ i f^o[3. 2. 

MS (ESI, Pos. 20 V) : 258 (M + H) + ;HPLC{£f$P#fig : 3. 31 

ISlfe0»j4(15):3-[(l, 3, 3-hy^/V-6-TlFt s V^n[3. 2. l]tf-**-6— M0 

MS (ESI, Pos. 20 V) : 537 (2M + H) + , 269 (M + H) + ;HP 
LC&Wmm : 3. 18# Q 
[0201] MMW4(16) :6-(3-7/V^-n^^^V)-l, 3, 3-hy^/W-6-Tiftf^n[3. 
2. l]*-*^ 

MS (ESI, Pos. 20 V) : 262 (M + H) + ;HPLC#W#f!g : 3. 27 

^^!j4(17):6-(3-^^-n-4-^h^r^>'v J ^)-l, 3, 
fV^n[3. 2. 1]^"^>- 

MS (ESI, Pos. 20 V) : 292 (M + H) + ;HPLCi£4tB#F*a : 3. 29 
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[0202] mi&W4 ( 1 8) : 1 , 3, 3-MM?7>-6- (3-7*/* v-<V v?;V) [3 
. 2. 1]***^ 

MS (ESI, Pos. 20 V) : 336 (M + H) + ;HPLC^B$IW : 3. 55 

#° ■ . 

Hife#ij4(19) :6-(3-/h*^-<^/V)-l, 3, 3-M^/^^TlFfcrV*n[3. 2 

MS (ESI, Pos. 20 V) : 274 (M + H) + ;HPLC^TO : 3.27 

[0203] Hifc#j4(20) :6-(3, 4-^h*^^/V)-l, 3, 3-4!W/k- 6-T1ffc^P[ 
3. 2. \\ir>7^s 

MS (ESI, Pos. 20 V) : 304 (M + H) + , 151 jHPLC&^pBtfS : 
3. 22# c 

»f!|4(21) :1, 3, 3-hy^/V-6-(3, 4, 5-hy^i^y^V)-6-TlFtr^ 
^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 334 (M + H)\ 181 ;HPLC{fc^B#K : 
3. 23# 0 

[0204] ^M^j4(22) :6-[4-(^^v ? /^*^)-3-/h*^^^> ? ^]-l, 3, 3-hy^A- 
-6-r71?tfv^n[3. 2. l]**^ 

MS (ESI, Pos. 20 V) : 380 (M + H) + , 227;HPLCi£*|BtF^ : 
3. 55# 0 

«F!l4(23):6-[3-(^>'v ? ^*>')^y^/V]-l, 3, 3-t>y^/V-6-71ftf 
^cr[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 350 (M + H) + ;HPLC^Nfffl : 3.56 
#o 

[0205] ^ife^4(24) :3-[(l, 3, 3-hy^vV-6-7lFt^n[3. 2. l]^*-6— (7V) 
MS (ESI, Pos. 20 V) : 260 (M + H^HPLC^M : 3. 11 
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^JS0!l4(25):2-^h^v'-5-[(l, 3, 3-hy^/V-6-TiftT^a[3. 2. 1]** 
MS (ESI, Pos. 20 V) : 290 (M + H) + ;HPLC^I^^ : 3. 12 

too 

[0206] H^J4(26):1, 3, 3-hy^^-6-[3-(hy^V^c^/V)-<>'v ? /V]-6-T1f 
tfv^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 312 (M + H) + , 152;HPLC^NrP^ : 
3. 44# 0 

&tt0!l4(27):l, 3, 3-hy^A^H3-;^A^^A)-6-T1flf^P[3. 2. 
MS (ESI, Pos. 20 V) : 258 (M + H) + ;HPLC{fc^H#F^ : 3. 34 
[0207] !Ufc094(28):4-[(l, 3, 3-hy^/V-6-TiFk'^n[3. 2. l]tf*^-6"/fA0 

^AiK^-hyA 

4 

MS (ESI, Pos. 20 V) : 269 (M + H) + ;HPLC<£^B#F^ : 3. 18 

Sli£^4(29):6-(4-7/^n^^v ? ^)-l, 3, 3-W?fr-6-TW ^n[3. 
2. 1]^^ 

MS (ESI, Pos. 20 V) : 262 (M + H) + ;HPLCi*^B#P^ : 3. 25 

[0208] ^Jfe0d4(3O):N-{4-[(l, 3, 3-MJ>^/^-6-TlPlf^nC3. 2. l]*^-0-W 
A);^A]:7^~A}T-t*rS:K 

MS (ESI, Pos. 20 V) : 601 (2M + H) + , 301 (M + H) + ;HP 

mmM4(3l):N, N-SWA— N-{4-[(l, 3, 34y^f /V-6~7f lf^o[3. 
2. l]^*-6-WVW)^A]:7^=A}T^ 

MS (ESI, Pos. 20 V) : 287 (M + H) + , 135;HPLCifcf£B#ra : 
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2. 98# 0 

[0209] mM&\4(32) :N, N-^5vV— N-{4-[(l, 3, 3-^fvW6-Tlftf>^D[3. 
2. l]>^^-6— r/H^/Vl^x^/VjT^y 

MS (ESI, Pos. 20 V) : 315 (M + H) + , 162;HPLC($y$R#|!fl : 
2. 92# c 

HMJ4(33):i, 3, 3-hV/^/^-(4-y^y^>^<y^M-6-7-f^iy^L3 
. 2. WrV^s 

MS (ESI, Pos. 20 V) : 336 (M + H) + ;HPLCi£&Rf^ : 3.55 

[0210] Hife#|4(34) :6-(4-^h^>^^7V)-l, 3, 3-hy^^/V-6-Tift^a[3. 2 
. iW*y 

MS (ESI, Pos. 20 V) : 274 (M + H) + ;HPLC^^ : 3.27 

2U&0!|4(35) :6-[4-(^v f /V'^v')^> ? /V]-l, 3, 3-hy^/V-6-Tlflf 
v^n[3. 2. l]^*V 

MS (ESI, Pos. 20 V) : 350 (M + H) + ;HPLC^^ : 3.58 

[0211] ^Jfef!l4(36):6-(lH-^^/-^-2— 3, 3-hy^/l— 6-71? 
fV^n[3. 2. i~\*?*y 

MS (ESI, Pos. 20 V) : 234 (M + H) + , 154;HPLC^^fP^ : 
2. 87# Q 

»f!l4(37):l, 3, 3-hy^^-6-(l-^7^V^^/V)-6-Tift^o[3. 2. 
l]*??y 

MS (ESI, Pos. 20 V) : 294 (M + H) + ;HPLC^« : 3.44 

[0212] mmm4(38):6-[(4-^y-l-i-y^)^^]-l, 3, 3-hy^/V-6-TiF 
t"V^n[3. 2. l]*?#y 

MS (ESI, Pos. 20 V) : 324 (M + H) + , 171 ;HPLC&f#TO : 
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3. 49#o 

Hi£#iJ4(39):6-[3, 4-^M^>^^c^)^<>^^-l, 3, 3-hWf/W6- 
T1flfi^n[3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 456 (M + H) + ;HPLC^^^ : 3. 77 

[0213] Hffi0!l4(4O):l, 3, 3-W^/V^-(lH-t°n-/W2-^M^/V)-6-71ffc*V 
^n[3. 2. l]^^ 

MS (ESI, Pos. 20 V) : 233 (M + H) + , 154;HPLC^NfF5 : 
3. 16#„ 

££014(41) :1, 3, 3-hV*^-6-(2-^~/W3-M-6-Ty ! ^>?vi3. 2. 

MS (ESI, Pos. 20 V) : 250 (M + H) + , 152;HPLC^^F^ : 
3. 20# o 

[0214] mMffl4 (42) : 1 , 3, 3-MM?V^-6-[ (3-^/V-2-^-^/V)^vV]-6-T1f fc* 
^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 264 (M + H) + ;HPLC^Nf^ : 3. 27 

^Jg^j4(43):6-[(4-^n^-2-^=^)^/V]-l, 3, 3-hy^/>-6-T1f 
t^n[3. 2. 

MS (ESI, Pos. 20 V) : 330, 328 (M + H) + ;HPLC{fc£fl$P^ : 
3. 33#o 

[0215] ^ISF!j4(44):6-[(5-^n^— 2-^~fV)^)V\-\, 3, 3-h<^^VW6-71f 
lf^a[3. 2. l]^^ 

MS (ESI, Pos. 20 V) : 330, 328 (M + H) + ;HPLC^B#K : 
3. 27# 0 

Hit#j4(45):3-[(1, 3, 3-WfvV-6-T1*-Vv^n[3. 2. l]*-**-6— M 
^^]-lH— T^K— /V 

MS (ESI, Pos. 20 V) : 283 (M + H) + , 154;HPLC{fcf$B$ffl : 
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3. 31# c 

[0216] %mM4(46) :1, 3, 3-hy^f-/W-6-(4-t°y^=^^)-6-TlFt^n[3. 2 

MS (ESI, Pos. 20 V) : 245 (M + H) + ;HPLC^^W : 2. 72 

Hife^j4(47):4-[(1, 3, 3-hy^/W-6-T1ft^n[3. 2. 

MS (ESI, Pos. 20 V) : 260 (M + H) + ;HPLC^NfF^ : 3. 11 

[0217] Hii^4(48):6-(1, l'-t*7^-y>-4—r/M^)-l, 3, 3-hy^/l— 6-Tif 
tf>^n[3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 320 (M + H) + ;HPLC{£#B#F^ : 3.56 

£jfc094(49):4-[(l, 3, 3-hy^/V- 6-Tiffc'^n[3. 2. l]^^-6— T/V) 

MS (ESI, Pos. 20 V) : 288 (M + H) + ;HPLC^NfF^ : 3. 09 

[0218] mmmteO) i&'Jt' 4-[(l, 3, 3-t>y^/V-6-7lfk^n[3. 2. 

MS (ESI, Pos. 20 V) : 302 (M + H) + ;HPLC&^I£fK : 3. 25 

2Hfe#|4(5l):l, 3, 3-hy^f"/V-6-[4-(hy7/^D^/V)-<yv ? /W]-6-T1f 
fV^n[3. 2. itfrtTs 

MS (ESI, Pos. 20 V) : 312 (M + H) + ;HPLC^B#ffl : 3. 45 
[0219] mi&M4(52) :1, 3, 3-h!WA~ 6-(4-^/l^;/^)-6-7lFfcV^n[3. 2. 
MS (ESI, Pos. 20 V) : 258 (M + H) + ;HPLC{££fB#F^ : 3.34 
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Hifi0!l4(53):N, N-^^yV— N-{4-[(lE)-3-(l, 3, 3-hVs*?S>-6-TW 
v^n[3. 2. l]^-6-^)-l-7'ti'<-;V]7i^}75y 
MS (ESI, Pos. 20 V) : 313 (M + H) + , 160;HPLC{?:^^^ : 
3. 01# o 

[0220] 2!;!&0>J4(54):2-[(1, 3, 3-hy>^7W6-Tiflf^n[3. 2. l]^*-6— f;V) 
MS (ESI, Pos. 20 V) : 295 (M + H) + ;HPLCi!p:^NFF^ : 3. 38 
HlfeM4(55):l, 3, 3-MJ^/V-6-(3-^hD-<^^)-6-Tlfl^^n[3. 2. 
MS (ESI, Pos. 20 V) : 289 (M + H) + ;HPLC^^F^ : 3. 25 

[0221] ^#14(56) :2, 6-v?tert-^/V-4-[(l, 3, 3-hy^/V-6-nf^v^n[3. 

2. l]^*-6-l7V)^5vV]:7^./— /V 

MS (ESI, Pos. 20 V) : 372 (M + H) + ;HPLCfiy$l$ra : 3. 75 

Hi£0!J4(57) :6-(2, 3—^fcKn-l, 4-^^/P^^-6-^^M-l, 3, 3 
-hy^/V-6-TlFfc^ci[3. 2. l]^*^ 

MS (ESI, Pos. 20 V) : 302 (M + H) + ;HPLC^^ : 3.27 

fro 

[0222] m&#!j4(58) :N, N-vW/W-N-(3-{4-[(l, 3, Z-Wf-Ar-Q-TWi/fvl 

3. 2. l]^-^-6--f/V)^/V]7*y^v'}7 P ofc 0 ^)T^ 

MS (ESI, Pos. 20 V) : 345 (M + H) + , 173 (M + 2H) 2+ ;HP 
LC&&mffl : 2. 98# 0 

'M1&M4(59):6-l4-(T})/lstti/)^>i?^-l, 3, HW^fr-TflfW 
n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 300 (M + H) + ;HPLCifc}$0#|ig : 3.44 
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[0223] m&M4 (60) : 1 , 3, 3-MW/V-6-[4- {JrV^tV***/) ^>-v?/V]-6-7iF \f is 
^n[3. 2. 

MS (ESI, Pos. 20 V) : 372 (M + H) + ;HPLCfly$l$IW : 4.02 

[0224] 3fe*W4<61) :1-*7t^-3-[(1, 3, 3-hy^l— 6-71ftfv^n[3. 2. 1]^"^ 
-6— f/v) ^^;v]-iH-^r^K— ;v 

MS (ESI, Pos. 20 V) : 297 (M + H) + , 144;HPLC{^^^ : 
3. 40# o 

HWJ4(62):6-(l^<^/77>-2-^/M^)-l, 3, 3-MW/V-6-71?lf 
>^p[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 284 (M + H) + ;HPLC{£}$BfPtg : 3. 34 

[0225] mW\4 (63) : 1, 3, 3-h!W^-6-[4-(l-fc°ny v?~/W) ^^]-6-7lf If v- 
^n[3. 2. 

MS (ESI, Pos. 20 V) : 313 (M + H) + , 160;HPLCt£*#Btlia : 
3. 47# c 

mmu(64):6-i2-(^^^y)^y^l-i, 3, z-vvt^-Q-rw 

v^n[3. 2. iWr??y 

MS (ESI, Pos. 20 V) : 350 (M + H) + ;HPLCt£^l$K : 3. 60 

[0226] »^j4(65):6-[4-(^^^^)-<y^]-l, 3, 3-MW/V- 6-71ffc* 
V^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 358 (M + H) + ;HPLC{£f£BtW : 3.93 

•£ife#|4(66):6-(l, Z-^->^stt)/—J\>-4-' </V^/V)-l, 3, 3-hlW/l^- 
6 _ Ti f t ^c[3. 2. 

MS (ESI, Pos. 20 V) : 288 (M + H) + ;HPLC^« : 3.25 
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[0227] HJS094(67) :1, 3, 3-hy^v^-6-[(3, 5, 6-MJ^/V-3—>^n^df-fe^-l- 
-<yV)^^/V]-6-Tlflf^n[3. 2. 1]^"^^ 

MS (ESI, Pos. 20 V) : 290 (M + H) + ;HPLC{££fB#H : 3. 58 
# 0 

««4(68):6-[4-(^->/l'4^)-3-^|^>''<^/U]-l l 3, 3~hV^/^ 
-6-TiftfV^n[3. 2. 

MS (ESI, Pos. 20 V) : 374 (M + H) + ;HPLC{£4$B#P^ : 3. 77 

[0228] ^i£#l4(69) :4-{2, 5-^;W3-[(l, 3, 3-hy^^/V-6-T1ffc'v'^n[3. 2 
. l]^^-6— r^)^^/W]-lH-t°n-^-l-^}^S#^ 
MS (ESI, Pos. 20 V) : 381 (M + H) + , 228;HPLC{fc}f : 
3. 36# e 

»J4(70):6-[(6-^pp-1, 3~^<>^^y—/V-5-4^)^/^-l, 3, 3 
H^^vV-6-T-tFfc*^n[3. 2. iMr?^ 

MS (ESI, Pos. 20 V) : 324, 322 (M + H) + ;HPLC&j$B#fig : 
3. 34# 0 

[0229] Hife^!|4(7l):6-(4-tert-^/V^^> ? /V)-l, 3, 3-MW/l— 
[3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 300 (M + H) + ;HPLC{£^B^ : 3. 60 

^£#14(72) :l-T-fcfvV-3-[(l, 3, 3-hy^^/V-6-Tlft^n[3. 2. 1]* 

MS (ESI, Pos. 20 V) : 325 (M + H) + , 283, 196;HPLC{££f 
tefTR : 3. 36# e 

[0230] »F!l4(73):6-[2-(tert-^/V^/^T^)-<^v ? ^]-l, 3, 3~hy^/V-6 
-Tiffc'V^n[3. 2. 1]^*>- 

MS (ESI, Pos. 20 V) : 332 (M + H) + ;HPLC^NfF^ : 3. 62 
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5^0 

Sjai«4(74):l, 3, 3-hy^/V-€-[4-(hy7^P^b^v')-<^V]-6-Tif 

MS (ESI, Pos. 20 V) : 328 (M + H) + , 152;HPLC^f^Ffl : 
3. 47# 0 

[0231] HiS^j4 (75) : 6-[ (3, 5-^^"/W-l-7*=/W-lH-tf 9>^— 4— f» ^/V] 
-1, 3, 3-H)^f;V-6-7ft'^n[3. 2. 

MS (ESI, Pos. 20 V) : 338 (M + H) + , 185;HPLC»j#l*W : 
3. 31# c 

Hifef!l4(76):6-{2-[(4-^nn7^/W)^77^]^>'v ? ^}-l, 3, 
^-/V-Q-r-fVstnlZ. 2. 

MS (ESI, Pos. 20 V) : 388, 386 (M + H) + ;HPLC^^fF^ : 
3. 71# 0 

[0232] m)&M4 (77) : 1 , 3, 3-hIW/V-6-[ (3-^/V-l-^<y^^-2-^) 
/l/|-6-TiFtf^n[3. 2. l]*??y 

MS (ESI, Pos. 20 V) : 314 (M + H) + ;HPLC{fc#R#H8 : 3.45 

2t&fe#l4(78):4-[(l, 3, 3-hy^V-6-T-Tt^n[3. 2. 

MS (ESI, Pos. 20 V) : 310 (M + H) + , 154;HPLC^I^^ : 
3. 33# 0 

[0233] HJI#ij4(79):N, N-S*nfVV-N-(2-{4-[(l, 3, 3-HW/^-6-TlP tfV^n 

[3. 2. i]^-^^-6-^)^;v]7a:y^^}^;w)T5y 

MS (ESI, Pos. 20 V) •: 359 (M + H) + , 180 (M + 2H) 2+ ;HP 
LC&ftmm : 2. 98# 0 

^M4(80):6-{[(1R, 5S)-6, 6HWvM:*v^d[3. 1. \\^7$-2-^s- 

2-4Wf-flA-\ t 3, 3-hy^5^-6-T1ftfv^u[3. 2. 1]*^^ 

MS (ESI, Pos. 20 V) : 288 (M + H) + ;HPLC{£#W : 3.56 
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[0234] ^M^j4(8l):6-[(6->h^>-2-^7^/V)^^]-l, 3, 3-hy^7V-6-Tf 
tfi^p[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 324 (M + H) + ;HPLC{£j$B#[18 : 3.47 

mnm4(82):l, 3, 3-hy^^-({4-[(2E)-4-^yV-2^^X=/k|-3- 

i/^o^ir^-l-^v}^;V)-6-Tifir^o[3. 2. l]3r??> 

MS (ESI, Pos. 20 V) : 330 (M + H) + ;HPLC&J$B#|?g : 3.80 

[0235] (83) : 6-[ (5-^nn-3-^^/V-l-7m^V-lH-t°7i/— /V-4— f/V)^ 

3, 3-hy^/V-6-TiPt^n[3. 2. 1]^^ 
MS (ESI, Pos. 20 V) : 360, 358 (M + H) + ;HPLC|££fW : 
3. 40# o 

^WJ4(84):2-^ua-3-[(l, 3, 3-hy^/V-6-TiFt^n[3. 2. 1]*** 
-6-^/V)^^/V]^r/JJ^ 

MS (ESI, Pos. 20 V) : 331, 329 (M + H) + , 152;HPLCffi:^F 
mm : 3. 31# 0 

[0236] M1&M4(.85) : (3a'R, 5'R, 6'S, 6a'R)-5'-[(l, 3, 3-bV^^-&-Tf^ 
^n[3. 2. l]^-^-6-^/V)^/V]7 i h9tKn^fc°a[^D^^-l, 2'-7n[ 
2, 3-a][l, 3]^^— /V]-6'-^ — /V 

MS (ESI, Pos. 20 V) : 366 (M + H) + ;HPLC{fcf£B#|ig : 3. 36 

^^J4(86):l, 3, 3-HJ^V-6-(l, 3-^7)/-;V-2-^f;W) -6-TU* 
tfv^n[3. 2. 

MS (ESI, Pos. 20 V) : 251 (M + H) + ;HPLCi£^R#FiO : 3.01 

[0237] ^f!j4(87):6-[(5-^/V-2-^-/V)^^/V]-l, 3, 3-hy^^-6-Tif 
f ^n[3. 2. l]***^ 
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MS (ESI, Pos. 20 V) : 278 (M + H) + , 125;HPLCiS#B#^ : 
3. 42# 0 

HJ6^J4(88):2-[(1, 3, 3-h^^/V-6-T1^f^n[3. 2. 

MS (ESI, Pos. 20 V) : 311 (M + H) + ;HPLC{¥:Wra : 3.29 

[0238] ^86094(89) :1, 3, 3-W5vV-6-[ (4-^/V-lH— fS*V— ;W5-^f/V)^f 
/V]-6-Tlftf^n[3. 2. llXtfy 

MS (ESI, Pos. 20 V) : 248 (M + H) + , 154;HPLCift^M : 
2. 78# 0 

H*ftl4(90) :1, 3, 3-MJ^/V-6-[(2-7^=yI^lH-^^y~ )V-4r*{)V)* 
^/V]-6-TW->^n[3. 2. 1]^^^ 

MS (ESI, Pos. 20 V) : 310 (M + H) + ;HPLC^« : 3.03 

[0239] %W\A (91) : 6-({ 5-[3, 5-\fMhVy/^^^M 7^~>V]-2-7y)V\**f-)V 
)-l, 3, 3-hy^^V-6-Tiflf^P[3. 2. l]^^ 

MS (ESI, Pos. 20 V) : 446 (M + H) + ;'HPLCfiy$l#|R! : 3.77 

mMM4(92):^/^ 3-[(l, 3, Z-Wf-JV-Q-TlF [3. 2. lW*-6 

MS (ESI, Pos. 20 V) : 302 (M + H) + ;HPLC^^F^ : 3. 25 

[0240] HJ6«4(93):5-[(1, 3, 3-h^5vV^-Tlf fc*^n [3. 2. l]^*-6-^) 
4(1H, SHj-fy^v?^^^ 
MS (ESI, Pos. 20 V) : 278 (M + H) + , 226, 154;HPLC{fcf£ 
: 2. 87# 0 

||^j4(94):6-{[5-(4-^na7a:=/V)-2-7y/V]/^/V}-l, 3, 3-MWA' 
-6-T1ftr^n[3. 2. l]*^y 
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MS (ESI, Pos. 20 V) : 346, 344 (M + H) + , 191;HPLCffiy$ 
mm : 3. 60#„ 

[0241] mmm4 (95) : 1 , 3, 3-hy^yV-6-[3- (5-^sV-2-7})/V) ^VV]-6-TlF 
t^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 290 (M + H) + ;HPLC{&tmH8 : 3.45 

fro 

Hii^4(96):6-{[5-(3^ao7 : c=^)-2-7y/V]^^}-l, 3, 3-hlW/l- 
-6-T1flf^^n[3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 346, 344 (M + H) + , 191;HFLCfiy$ 
l$M : 3. 60# o 

[0242] mmM4(97):^^ 3-[(l, 3, 3-h))^Jl~-6-TWi/?n[3. 2. 
-^/V)^/K|-1H-HVK— /I— 6-*/V5j?=¥i^W— h 

MS (ESI, Pos. 20 V) : 341 (M + H) + , 154;HPLC^i^F^ : 
3. 31# 0 

^#IJ4(98) : 1, 3, S-hV^^^-te-i^/VWfr-M^^l-G-T-?}? 
i/?nl3. 2. l]^-^> 

MS (ESI, Pos. 20 V) : 643 (2M + H) + , 322 (M + H) + ;HP 
LC&nmM : 3. 07#„ 
[0243] ^f!|4(99):6-{[5-(2-^nn^ 3 i^)-2-7y^]^/V}-l, 3, 3-HW/V 
-6-TlFlfV^D[3. 2. l]^*^ 

MS (ESI, Pos. 20 V) : 346, 344 (M + H) + , 191;HPLC&f£ 
l$ffl : 3. 56#o 

Hi£#]4(l00):l, 3, 3-h])^^-6-[(3-y^.=-^-lH-^yy—^-4-^^)^ 
^/V]-6-T^Vi/^a[3. 2. 1]^^^ 

MS (ESI, Pos. 20 V) : 310 (M + H) + ;HPLCi£#R#F(fl : 3.20 

[0244] Hffi#j4(101):l, 3, 3-hy^yV-6-({5-[2-(hy7/V^-n^^)7^^]-2 
-7i)/V}^/W-6-Tiff^D[3. 2. 
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MS (ESI, Pos. 20 V) : 378 (M + H) + ;HPLC$:&&fffl : 3.58 

H«J4(102):1, 3, 3-hy^/k-6-({5-[3-(hy77^P^V)7^;W]-2 
-7';/W>^)-6-Tift^n[3. 2. 

MS (ESI, Pos. 20 V) : 378 (M + H) ^HPLCifc^W : 3.64 

[0245] ^Jfe0!|4 (103) : 6-({5-[2-^no-5-(MJ7/^n^^V)73i=/V3-2-7y/V}^ 
fvV)-l, 3, 3-hy>^/V-6-T1ft^D[3. 2. 

MS (ESI, Pos. 20 V) : 414, 412 (M + H) + ;HPLC{fcf£P#FiB : 
3. 69# 0 

HWJ4(104) :1, 3, 3-MJ^/V-6-({5-[2-(hy7/V^-n^h^v')7^/V]-2 
-:7y/Wp<5vV)-^-T1ftfi^n[3. 2. 

MS (ESI, Pos. 20 V) : 394 (M + H)\ 241;HPLC^^ra : 
3. 64#o 

[0246] »#»J4 ( 1 05) : 2-^n^-6-^h^rv^-4-[ (1,3, 3-1^^-6-71^ [3 
. 2. l]^^-6--fyV)^^]7o:y— ;k 

MS (ESI, Pos. 20 V) : 370, 368 (M + H) + ;HPLC^I^ffi : 
3. 28# 0 

HWJ4(106):2--hn-4-[(l, 3, 3H^^/V-6-71ffc*>^n[3. 2. I]*** 
-6-^/V)^^/W]73i/— /W. 

MS (ESI, Pos. 20 V) : 305 (M + H) + ;HPLC{S&$B#Ff9 : 3.21 

[0247] H»j4(107):2-yn ; E-4-[(l, 3, 3-^5vV^-71ftfv^P[3. 2. l]^ 

MS (ESI, Pos. 20 V) : 340, 338 (M + H) + ;HPLC^^f^ : 
3. 23# 0 

^ifeW(108):2-^h=3r^-4-[(l, 3, 3-hy^/W-6-7lflfv^n[3. 2. \W 
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MS (ESI, Pos. 20 V) : 290 (M + H) + , 154;HPLC{&£ff$Pfl : 
3. 13# D 

[0248] ^ife0lj4(lO9):2-^h^f^-6-=-hn-4-C(l, 3, 3-W5vV-6-7f-V^n[3 
. 2. l]^*-6— <>V)*=f->V\7*.;— /V 

MS (ESI, Pos. 20 V) : 335 (M + H) + ;HPLC{££fBf^ : 3.23 

^J£f!j4(llO):2-^V^-D-4-[(l, 3, 3H^=?VV-6-7lftfv^n[3. 2. l]* 

MS (ESI, Pos. 20 V) : 278 (M + H) + ;HPLC^^f^ : 3. 14 

[0249] ^f!)4(lll):3-^h^i/-4-[(l, 3, 3-MJ/?Vl— 6-71ffc^P[3. 2. 1]^ 

MS (ESI, Pos. 20 V) : 290 (M + H) + , 228;HPLC&£fB#F*3 : 
3. 19#o 

2£ffi0!|4(112):2, 6-vWvW4-[(l, 3, 3-hy/^-6-Tiffcfi^n[3. 2. 1 

4 

MS (ESI, Pos. 20 V) : 288 (M + H) + , 1 54 ; HPLC{fc£MS§Mig : 
3. 26# 0 

[0250] 5li£#!|4(113):3, 5-i^M->-4-[(l, 3, 3-W^-6-T1?lf^n[3. 2. 1 

MS (ESI, Pos. 20 V) : 320 (M + H) + , 154;HPLC^NfP^ : 
3. 31# 0 

^#14(114) :2-^tm-4-[(l, 3, 3-hy^/V- 6-Tiffc^n[3. 2. 1]** 

MS (ESI, Pos. 20 V) : 296, 294 (M + H) + ;HPLC{££fB#M : 
3. 21# 0 

[0251] ^JS0!|4(115) :2, 6->^h3n/-4-[(l, 3, 34Wf/l-6-7f^n[3. 2. 1 
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MS (ESI, Pos. 20 V) : 320 (M + H) + , 154;HPLC{fc&B#n3 : 
3. 13#„ 

^E*«4(116):l, 3, 3-hy^/V-6-(4-=hn-<^;k)-6-T1ft^n[3. 2 
. 

TLC:Rf 0. 50(^^:^31^=9:1); 

NMR <CDC1) : 5 8. 16 (d, J = 8. 8 Hz, 2 H), 7.54 (d, J = 8 

3 

. 8 Hz, 2 H), 3.89 (d, J = 14. 8 Hz, 1 H), 3.76 (d, J = 14. 8 
Hz, 1 H), 2.92 - 3.09 (m, 2 H), 2.10 (dd, J=9. 5, 1.7 
Hz, 1 H), 1.50 - 1.77 (m, 2 H), 1.40 - 1.51 (m, 1 H) 

, 1. 32 - 1.34 (m, 1 H), 1.34 (s, 3 H), 1.08 - 1.20 (m, 
2 H), 1.03 (s, 3 H), 0.90 (s, 3 H) e 
[0252] Hife0i|4(117):2-[(1, 3, 3-MW/W-6-71f lf^n[3. 2. iWt-Q-j/V) 

TLC:Rf 0. 36(^=W/:g»£fvV=10:l); 

NMR (CDC1) : 5 7.16 (td, J = 7. 6, 1.5 Hz, 1 H), 6.94 (d 

3 

d, J=7. 6, 1.5 Hz, 1 H), 6.84 (dd, J = 7. 6, 1.1 Hz, 1 H) 
, 6.75 (td, J = 7. 6, 1.1 Hz, 1 H), 3.82 (s, 2 H), 3. 14 - 

3.21 (m, 2 H), 2.14 (dd, J = 10. 8, 1.7 Hz, 1 H), 1. 67 
- 1.77 (m, 2 H), 1.44 - 1. 53 (m, 1 H), 1.33 - 1.40 (m 
, 1 H), 1.23 (s, 3 H), 1.20 - 1.28 (m, 1 H), 1. 14 - 1. 
20 (m, 1 H), 1.07 (s, 3 H),' 0.92 (s, 3 H) e 
[0253] Hife^4(118):3-[(1, 3, 3~HMfvW-6-T1ff v^u[3. 2. l]^^-6-^/V) 

TLC:Rf 0. 45(^^y:»*^/u=2:l); 

NMR (CDC1) : 6 7.15 (t, J = 7. 8 Hz, 1 H), 6.85 - 6.96 ( 

3 

m, 2 H), 6.68 (dd, J = 7. 8, 2.7 Hz, 1 H), 3.75 (d, J=13 
. 7 Hz, 1 H), 3.63 (d, J = 13. 7 Hz, 1 H), 3.00 - 3.11 (m 
, 1 H), 2.94 (d, J=9. 7 Hz, 1 H), 2.09 (dd, J=9. 7, 1.8 
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Hz, 1 H), 1.53 - 1.70 (m, 2 H), 1.38 - 1.49 (m, 1 H), 
1.31 - 1.35 (m, 1 H), 1.35 (s, 3 H), 1.04 - 1.18 (m, 
2 H), 1.01 (s, 3 H), 0.89 (s, 3 H)„ 
[0254] |gffiW(119):3-^nn-4-[(l, 3, 3-b!^^-6-T1^>^n[3. 2. l]tf* 

TLC:Rf 0. 40(-^r1^:g1^^5vV=3:l); 

NMR (CDC1) : 8 7.44 (d, J=8. 4 Hz, 1 H), 6.82 (d, J = 2 

3 

. 6 Hz, 1 H), 6. 71 (dd, J = 8. 4, 2.6 Hz, 1 H), 3.83 (d, J 
-14.5 Hz, 1 H), 3.65 (d, J=14. 5 Hz, 1 H), 3.01 - 3.09 

(m, 1 H), 2.98 (d, J=9. 5 Hz, 1 H), 2.15 (dd, J=9. 5, 1 
. 7 Hz, 1 H), 1.62 - 1.72 (m, 1 H), 1.53 - 1.63 (m, 1 
H), 1.38 - 1.48 (m, 1 H), 1.31 (s, 3 H), 1.29 - 1.35 ( 
m, 1 H), 1.07 - 1.18 (m, 2 H), 1.03 (s, 3 H), 0.89 (s, 

3 H )„ 

[0255] ^JS^l4(l20):6-[4-(^^/V^iX)-2-^^^v ? /V]-l, 3, 3-HM^/V- 
-6-7f^>^P[3. 2. l]*??^ 
TLC:Rf 0. 2l(^f-^:@^^^-/V=10:l); 

NMR (CDC1) : 5 7. 28 - 7.49 (m, 5 H), 7.25 (d, J=7. 0 

3 

Hz, 1 H), 6.79 (d, J = 2. 6 Hz, 1 H), 6.74 (dd, J = 7. 0, 2. 
6 Hz, 1 H), 5.03 (s, 2 H), 3.68 (d, J = 13. 2 Hz, 1 H), 3 
.54 (d, J = 13. 2 Hz, 1 H), 3.04 - 3.12 (m, 1 H), 2.88 (d 
, J = 9. 7 Hz, 1 H), 2.34 (s, 3 H), 2.11 (dd, J=9. 7, 1.6 
Hz, 1 H), 1.59 - 1.69 (m, 1 H), 1.47 - 1.57 (m, 1 H), 
1.35 - 1.45 (m, 1 H), 1.26 (s, 3 H), 1.19 - 1.35 (m, 
1 H), 1.05 - 1.16 (m, 2 H), 1.02 (s, 3 H), 0.86 (s, 3 
H) c 

[0256] ^#14(121) :6-[2, 4-\?M2~Zfv\? ^VsV]-!, 3, 

/V-6-Tift*^p[3. 2. 1]^^^ 
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TLC:Rf 0. 28(^^:ftH^/V=3:l); 

NMR (CDC1) : 6 7.46 (d, J=8. 4 Hz, 1 H), 6. 57 - 6.64 

3 

(m, 2 H), 4. 63 - 4. 71 (m, 4 H), 3. 79 (d, J = 14. 8 Hz, 1 
H), 3.62 (d, J = 14. 8 Hz, 1 H), 3.03 - 3.10 (m, 1 H), 
2.98 (d, J = 9. 7 Hz, 1 H), 2.53 (t, J=2. 4 Hz, 1 H), 2.50 
(t, J = 2. 4 Hz, 1 H), 2. 14 (d, J=9. 7 Hz, 1 H), 1. 54 - 1 
.73 (m, 2 H), 1.38 - 1.47 (m, 1 H), 1. 33 (s, 3 H), 1. 
24 - 1.31 (m, 1 H), 1.04 - 1.19 (m, 2 H), 1.01 (s, 3 
H), 0. 89 (s, 3 H) 0 
[0257] Hi£#|4(122):l, 3, Z-V)^/V^-{\-[4-(2-7vt°~J\'***s)7=.~;\>']x. 
^/W-6-T1ftfv^n[3. 2. 
TLC:Rf 0. 50(^f-^:g^g?^/V=3:l); 

NMR (CDC1 ) : 8 7. 16 - 7.34 (m, 2 H), 6.83 - 6.98 (m, 

3 

2 H), 4. 66 - 4. 69 (m, 2 H), 3. 46 - 3. 62 (m, 1 H), 2. 
89 - 3.38 (m, 1 H), 1. 95 - 2.61 (m, 3 H), 0. 79 - 1. 64 
(m, 18 H) c 

[0258] »#)4(123) : 1, 3, 3-hy^/l—6-{[5-(2-7 P Pfc°^^v')-2-lf7^/W 
-f/V]^/W-6-T1feV?P[3. 2. 
TLC:Rf 0. 32(^PnrfvVA:^y-/V=20:l); 

NMR (CDC1 ) : 5 7. 62 (d, J = 8. 4 Hz, 1 H), 7. 30 - 7. 44 

3 

(m, 5 H), 6.96 (dd, J=8. 4, 2.7 Hz, 1 H), 6.83 (d, J=2. 
7 Hz, 1 H), 4.70 (d, J=2. 4 Hz, 2 H), 3.66 (d, J = 13. 7 
Hz, 1 H), 3.52 (d, J=13. 7 Hz, 1 H), 2. 93 - 3.00 (m, 1 
H), 2. 89 (d, J = 9. 9 Hz, 1 H), 2.52 (t, J = 2. 4 Hz, 1 H), 
2. 01 (dd, J = 9. 9, 1. 5 Hz, 1 H), 1. 30 - 1. 62 (m, 4 H), 1. 2 
8(s, 3 H),0. 96 - 1.12 (m, 2 H), 0. 95 (s, 3 H), 0. 87 (s, 3 
H) Q 

[0259] ^i&#ij5:4-[2-(l, 3, 3~hy^/W-6-7lffc*v^P[3. 2. 13*^-6-^)3: 
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Mb37] 



CH 3 




FS-YiS/VW^Y (7/1^/— Kr^Vnv*— tLSt, #*n^:$^800278, 500m 
g, 0. 82mmo\)<D^V'Jly-mt^^Xl : 1, 10mL)!R»Jftfc:, 2-(4— >T/7 

/Ki20mg)«^sa-ejp*.fc. Rjt&«esr^ia-ci b»#u 5iftLfc 

o #€>*bte«MB*!i[fl^^V/^(5inL)T?3ia, N, N-^5vV#;/Kk7$K (5mL) T? 
50, N, N-^^V*/VAT5:K-7K(3:1, 5mL) "C5HI, xl^tKoy^ (5mL) 
-C3lHl*3j;a 5 i£>fk^f : -V'^(5mL)X-3|Hl)llS^i5fe^Lfcm, »BET— HfeJfcJftU 6£ 
«Jfi(535mg)Sr#feo#e>tlfc#IB(535mg)tl. 3, 3-UW/l— 6-TlFlfS^ 
n[3. 2. l]^^(251mg)<OT*feh^by/l'(10mL)!R»?ft^N, N-SW^n 
fcVV^/KT^O. 57mL)^Px.fCo KJfc*fc5:70 , CT?l 0 WftUt. ^fifcJ&Sl 

vtt&. sj&^kps-^ y-xr^-h (i.6i g) srautfco KJSifc«:£i&-c3i$ra« 

Zr&Uto #bnfctfJ3i^b^V^(10mL)-C2HI^bfc o 

*&Wlt&& (39mg) %ntc 0 

TLC:Rf 0. 40(^nojjN/PA:^7— 7W=20:1); 

NMR (CDC1 ) : 5 7.55 (d, J=8. 4 Hz, 2 H), 7.32 (d, J=8. 

3 

. 4 Hz, 2 H), 3. 01 - 3. 10 (m, 1 H), 2. 82 - 2. 95 (m, 2 
H), 2.65 - 2.78 (m, 3 H), 2.10 (dd, J = 9. 3, 1.7 Hz, 1 
H), 1.34 - 1.64 (m, 2 H), 1.33 - 1.43 (m, 1 H), 1.23 
- 1.33 (m, 1 H), 1.07 (s, 3 H), 1.05 - 1.17 (m, 1 H), 
1.01 (s, 3 H), 0. 93 - 1.00 (m, 1 H), 0.85 (s, 3 H) 0 
[0260] mmm5(l):l, 3, 3-hy^^/V-6-[2-(4--ha^^^/V)^^V]-6-Tift^ 
n[3. 2. 1]^^ 
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TLC:Rf 0. 40(^nm)vW*:^y-/V=20:l); 



.8 Hz, 2 H), 3.03 - 3.11 (m, 1 H), 2.85 - 2.96 (m, 2 

H), 2.68 - 2.83 (m, 3 H), 2.11 (dd, J = 9. 3, 1.7 Hz, 1 

H), 1.42 - 1.63 (m, 2 H), 1.34 - 1.42 (m, 1 H), 1.22 
- 1.32 (m, 1 H), 1.07 - 1.19 (m, 1 H), 1.07 (s, 3 H), 

1.02 (s, 3 H), 0.92 - 1.00 (m, 1 H), 0.85 (s, 3 H) e 
[0261] Hife^j6:4-[(1, 3, 3-W^-6-7iFt^n[3. 2. ff- 

Wb38] 



mifcM4 (49) VW&UZft&to (400mg) (Difrft^l^ (8mL) N, N- 

v?^V*/WAT5:K(0. 020mL)*5«tU ! ^k^ify/V(0. 162mL)lriP^CoS 

fcmzm&x^mmmftu mmLtc 0 #b*tfcM£M^^(iomL) immu 
420mg) mbfttc4k&mtttmi-5zkft<fcoKfo\m^ito 

[0262] HJ6W7:1, 3, 3-hy^^W6-[4-(l-t°nj;^^^=/V)^<Vv?/W]-6-T 
ifc*/?vl3. 2. 
WH39] 



NMR (CDC1) 



6 8. 12 (d, J=8. 8 Hz, 2 H), 7. 37 (d, J = 8 
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mMM6^W&V1t4k&Qj<Dmk*?-1>'>&Wi(0. 25mol/L, 0. 040mL)t£PS 
-DIEA(T/^/-h^ya^— MI, #^d;/#-S§-800281 > lOmg, 0. 040m 
mo\)&£Xft°u})i/><Dl, 4-i?tt*9-^m(0. 50mol/L, 0. 040mL)£r^fi 

ni?— ttjSt, #*n^#^-800262, 20mg, 0. 030mmol)?r*Px.fco &J&*&&^ 

(3. 4mg)£#fc 0 

MS (ESI, Pos. 20 V) : 681 (2M + H) + , 341 (M + H) + , 2 

88;HPLC^Nf^ : 3. 11#„ 

TLC:Rf 0. 56(^^:^®?^/V=3:l); 

NMR (CDC1 ) : 8 7.45 (d, J=8. 4 Hz, 2 H), 7.38 (d, J=8 

3 

. 4 Hz, 2 H), 3.80 (d, J=13. 9 Hz, 1 H), 3.60 - 3.74 (m 
, 3 H), 3.41 - 3.50 (m, 2 H), 2.99 - 3.08 (m, 1 H), 2 
. 95 (dd, J = 9. 7, 0. 9 Hz, 1 H), 2. 09 (dd, J = 9. 7, 1. 7 Hz, 

1 H), 1.80 - 2.02 (m, 4 H), 1.56 - 1.68 (m, 2 H), 1. 
38 - 1.47 (m, 1 H), 1.24 - 1.37 (m, 4 H), 1.05 - 1.16 

(m, 2 H), 1.01 (s, 3 H), 0.89 (s, 3 H) 0 
[0263] Hi£#il7(l)-7(168) 

^il«aj7(l):6-[4-(l-T^=-/^^=/V)-<Vv ? ^]-l, 3, 6- 
Tlftr^n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 765 (2M + H) + , 383 (M + H) + ;HP 
LC&&mm : 3. 46^-c 
[0264] SHi£#|7(2):l, 3, 3-hy^/l— 6-[4-(l, 3-^T^V^~3— <;VjjjV$=./l>) 
-<^v?/W]-6-Tift:^D[3. 2. \~\Hr99> 

MS (ESI, Pos. 20 V) : 359 (M + H) + , 288;HPLC^NfK : 
3. 14# 0 
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MMM7(3) :6-[4-(2, S-^tKn-lH-lfn-yWl-^y^yV^^V)^^^] 
-1, 3, 3-hy^/V-6-Tf i K'v'^nC3. 2. 1]^-^^ 

MS (ESI, Pos. 20 V) : 677 (2M + H) + , 339 (M + H) + , 2 
88;HPLCflM$« : 3. 09# o 
[0265] Hifefl|7(4):((2S)-l-{4-[(l, 3, 3H^^/W6-71ftf^n[3. 2. 
-§-<<)V) **f->V\ ^yy^yV}-2-t°ny v?^/W) ji> 

MS (ESI, Pos. 20 V) : 741 (2M.+ H) + , 371 (M + H) + , 2 
88;HPLC{fc£fR#ffi : 3. 05# o 

H3i0tJ7(5) :6-(4-{[4-(l, Z^V^itt*y-;V-5-4;V^>V)-\-\i°^7>y 
^;V]1vV$^;V}'<yp;l>)-\, 3, 3-hy^/W6-T1ft*i/^n[3. 2. lW?> 
MS (ESI, Pos. 20 V) : 979 (2M + H) + , 490 (M + H)\ 3 
56;HPLCiS:^W : 3. 01# 0 
[0266] mmm7 (6) : 1 , 3, 3-hy^/VH3-{4-[ {A-y^/V-\-\f-<y^;V) 
;V]^y^;V)-6-T-f\£i/^xiiZ. 2. 

MS (ESI, Pos. 20 V) : 863 (2M + H) + , 432 (M + H) + , 2 
16.5 (M + 2H) 2+ ;HPLC&#B#K : 3. 25# c 
«W(7):6-(4-{[4-(2-^h*V:7;c^ 

3, 3-hU^W- 6-Tiffc^n[3. 2. l]^*> 
MS (ESI, Pos. 20 V) : 923 (2M + H) + , 462 (M + H) + , 2 
31.5 (M + 2H) 2+ ;HPLC^W : 3. 13# 0 
[0267] ^i£#|7(8):l, 3, 3-hy^/V-6-[4-({4-[3-(MJ7^n^f-/V)7^^]-l 
-t°^y^/V}^^^)^>'^]-6-Tlft'v'^D[3. 2. \\-*9Ps 
MS (ESI, Pos. 20 V) : 500 (M + H) + , 250. 5 (M + 2H) 2+ ; 
HPLC^R#PfB : 3. 58# 0 

^WJ7(9):4-{4-[(l, 3, 3H^^-6-7lFfc*>^D[3. 2. 
) ^/v] ^^Ms^-l-^yi/l/XfrtfT/VT* fcK 

MS (ESI, Pos. 20 V) : 384 (M + H) + , 225;HPLC^^ra : 
2. 95# e 
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[0268] %mm7{lO):^/V 4-{4-[(l, 3, 3-hy>5Vl^-6-Tlf tf V^n [3. 2. 1]^ 

MS (ESI, Pos. 20 V) : 855 (2M + H) + , 428 (M + H)\ 1 
95;HPLC{£*#fl#Rg : 3. 17#o 

mnmKll) :6-[4-({4-[(4-^Dn^rvV) {-7*.~ji\>)^>V\-\-\?^yV~ 
>V)%jVi?^>\,)^y*y>V\-\, 3, 3-MJ^/V-6-Tif t-'^n[3. 2. 
MS (ESI, Pos. 20 V) : 558, 556 (M + H) + , 356, 201;HPL 
CW&nWl : 3. 31# D 
[0269] Hifc#|7(l2):l, 3, 3-hy^/W6-{4-[(4-^/V-l-t 0 ^^/V)^V?K= 
/V]-<^v?/V}-6-T1ftV^n[3. 2. 1]^"^^ 

MS (ESI, Pos. 20 V) : 739 (2M + H) + , 370 (M + H) + , 1 
85.5 (M + 2H) 2+ ;HPLC{£^BfP B 1 : 2. 84#o 

(13) :6-{4-[ (4^>i?/l<-l-K°^7i?-/ls)*J\'7$-/V]^i?/V}-l, 
3, 3-hy^yV-6-Tiflfi/^D[3. 2. 

MS (ESI, Pos. 20 V) : 891 (2M + H) + , 446 (M + H) + , 2 
23.5 (M + 2H) 2+ ;HPLC^£pB#Rg : 2. 99#o 
[0270] ^#17(14) :2-(4-{4-[(l, 3, 3-hy^^-6-T^fV^n[3. 2. l]^*-6 
-> f/v) ^^/vJ^O-y^T/vJ-l-tf^^^/v) ^/—fV 

MS (ESI, Pos. 20 V) : 799 (2M + H) + , 400 (M + H) + , 2 
00.5 (M + 2H) 2+ ;HPLC^B#&g : 2. 84#o 

^liS#|7(l5):l, 3, 3-hy^/V-6-[4-(4-^-^y^/^^-/V)^^/V]- 
6-Tift^n[3. 2. lttffls 

MS (ESI, Pos. 20 V) : 357 (M + H)\ 288;HPLC{fcf|H#f?a : 
3. 03# o 

[0271] ^Iifc#l7(l6):l, 3, 3-hy^/W-6-[4-(4-^^-/V*:yn^^^)-<^ 
/W]-6-TiFfV^n[3. 2. l]^*^ 

MS (ESI, Pos. 20 V) : 745 (2M + H) + , 373 (M + H) + , 2 
88;HPLC{fc*$B#|?g : 3. 19#„ 
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HJft097(17):l, 3, 3-hy^^W6-[4-(l-lf^y^-/V*/VJj?=^)^y^/V]- 
G-TWWxilS. 2. l]^*^ 

MS (ESI, Pos. 20 V) : 709 (2M + H) + , 355 (M + H) + ;HP 
LC«#B*M : 3. 21# 0 
[0272] M1foffl7 (1 8) : 1 , 3, 3-h!M5vW-6-{4-[ {2-^f-;V-\-K°^yj~/V) 
yV]^y^yV}-6-T1ff f v'^D[3. 2. l~\jr??l/ 

MS (ESI, Pos. 20 V) : 737 (2M + H) + , 369 (M + H) + ;HP 
LC&&&fffl : 3. 28# 0 

SWt«7(19):(l-{4-[(l, 3, 3-hy^/W-6-T1ffc*v^u[3. 2. lW?-6- 

MS (ESI, Pos. 20 V) : 769 (2M + H) + , 385 (M + H) + ;HP 
LCflMSHtW : 3.08^o 
[0273] (20) : 6-{4-[ (2-if;Wl-^!)^)*/l'jK=-/V]^>'^V}-l, 3 

, 3-h^^/V-6-T1ffc^n[3. 2. \\ir>7^y 

MS (ESI, Pos. 20 V) : 765 (2M + H) + , 383 (M + H) + , 1 
82;HPLC«fipl*iai : 3. 36#o 

«tt«7(21):2-(l-{4-[(l, 3, [3. 2. 

MS (ESI, Pos. 20 V) : 797 (2M + H) + , 399 (M + H) + , 2 
88;HPLC^« : 3. 07# 0 
[0274] H}&$]7(22):1, 3, 3-hy^l^-6-{4-[(3-^f-/V-l-t°^y^W^^ 
;W]^i?yV}-6-T1flf^n[3. 2. 

MS (ESI, Pos. 20 V) : 737 (2M + H) + , 369 (M + H) + , 3 
02;HPLC{£&B#ffl : 3. 31# 0 

mi&W(23) :6-{4-[(3, Sr-Vt^jX^l-V^S-MX/ViS^V^yVM-l 
, 3, 3-hy^V-6-Tift*v-^o[3. 2. 

MS (ESI, Pos. 20 V) : 765 (2M + H) + , 383 (M + H) + ;HP 
LCteftmm : 3. 40# o 
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[0275] HiS0!|7(24):(l-{4-[(l, 3, 3-Y^^fV-Q-Tf}f^vi[_2. 2. l]*?*-6- 

MS (ESI, Pos. 20 V) : 769 (2M + H) + , 385 (M + H) + , 2 
88;HPLC^Nf^ : 3. 05# o 

MMmi(25):^;V l-{4-[(l, 3, 3-WfvV-6-TlFfc^n[3. 2. 1]** 

MS (ESI, Pos. 20 V) : 853 (2M + H) + , 427 (M + H) + , 3 
02;HPLC^NfP^ : 3. 26# 0 
[0276] (26) : 1, 3, 3~MJp<5vV-6-{4-[ {4-*?-;V-\-\?'< i yJ~;\<)JVV&~ 

;v]^y-JM-6-T^\fi/^iZ. 2. 

MS (ESI, Pos. 20 V) : 737 (2M + H) + , 369 (M + H) + , 3 
02;HPLC^^ : 3. 31# 0 

mmm (27) : e-{4-[ {a-^-i/^v-i-v^ps-m fjA*fc=.AS\'<**JM-i, 

3, 3-hy^^W6-T1flf^^i3[3. 2. 1]^^^ 

MS (ESI, Pos. 20 V) : 889 (2M + H) + , 445 (M + H) + ;HP 
LC&mtifffl : 3. 57# 0 
[0277] ^gi£#j7(28):2-(l-{4-[(l, 3, 3-hIM<?Vl— 6-T1f £V^P [3. 2. l]^*-6 

MS (ESI, Pos. 20 V) : 797 (2M + H) + , 399 (M + H) + , 2 
88;HPLC{fc£fB#P^ : 3. 06#„ 

906097(29) :1, 3, 3-hy^/V-6-(4-{[4-(2-fc°yv ? =/V)-l-fc°-<7v ? =-/V] 
^7/V7l?=./V}^<^v ? yV)-6-T1flf->^n[3. 2. 

MS (ESI, Pos. 20 V) : 433 (M + H) + , 217;HPLC^NfF^ : 
2. 90# o 

[0278] 5lllfc0!l7(3O):l-{4-[(l, 3, 3-fWf;W6-7ff^D[3. 2. l]#**-6-~ T 
/>) ^fvV] '<io/W» x * tKn^yy V 

MS (ESI, Pos. 20 V) : 817 (2M + H) + , 409 (M + H) + , 2 
88;HPLC^^ : 3. 51# 0 
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Hii^j7(31):2-{4-[(l > 3, Z-Wf-;V- 6-Tiftf^n[3. 2. l]***-6-W 
^W/KK^Af/W-l, 2, 3, A-t-YJKYW*;^ 

MS (ESI, Pos. 20 V) : 805 (2M + H) + , 403 (M + H) + ;HP 
UV&mmSL : 3. 38# 0 
[0279] ^ii^j7(32):6-[4-(l-T-e>^/^W#=/l-)-<^v ? yl-]-l, 3, 3-MM^V^- 
6-T1?t*^P[3. 2. 

MS (ESI, Pos. 20 V) : 737 (2M + H) + , 369 (M + H) + , 3 
02;HPLCi5p:i$^ra : 3. 28#o 

«#J7 (33) : 6-(4-{ [ (2S) -2- (*Y*V^JV)-\-\i°Ky*y=.;V]jj;Vi$~M 
s<yi?>V)-\, 3, 3-h!W/W-6-T1ftf^n[3. 2. \W?y 
MS (ESI, Pos. 20 V) : 769 (2M + H) + , 385 (M + H) + , 2 
88;HPLC^W : 3. 16# e 
[0280] «^7(34):2-{4-[(l, 3, 3-hy^/W6-T1ftf^n[3. 2. l]^*-6— f 

MS (ESI, Pos. 20 V) : 817 (2M + H) + , 409 (M + H) + ;HP 
LC&&B#P^ : 3. 50# o 

3I»J7(35):1, 3, 3-hy^V-6-(4-{[(2S)-2-(l-t°Dy^=/M^/V)-l- 
t°ny^ri^]^/V^/V}^^)^-Tift^n[3. 2. 
MS (ESI, Pos. 20 V) : 424 (M + H) + , 212. 5 (M + 2H) 2+ ; 
HPLC{££fB#^ : 2. 94# e 
[0281] Hife#y7(36) :N-(2, 6-v^/K7:cn;V)-N-[ ((2S)-l-{4-[(l, 3, 3-HM 
^/V-6-Tift'i/^a[3. 2. l]*??-6— i}V)^)V\-<-yV^)V)-2-^^yy^ 

MS (ESI, Pos. 20 V) : 947 (2M + H)\ 474 (M + H) + , 2 
88;HPLC^ItF^ : 3. 14# 0 

»^7(37):2-{4-[3-(l-{4-[(l, 3, 3-MW/W- 6-7lFtfv^o[3. 2. l] 
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MS (ESI, Pos. 20 V) : 524 (M + H) + , 387, 262. 5 (M + 
2H) 2+ ;HPLC{£^B#Ppg : 3. 06# o 
[0282] Hi£#J7(38) :6-(4-{[4-(2-^np7^-/V)-l-t°^^/V]^V^/k}-<> 
3, 3-MJ^/V-6-Tiffc^p[3. 2. 
MS (ESI, Pos. 20 V) : 931 (2M + H) + , 468, 466 (M + H 
) + , 233. 5 (M + 2H) 2+ ;HPLC{££ff$P*a : 3. 52# c 
SUfe^7(39):6-[4-(l-T'/^=/W*/WaI?^/V)^^]-l, 3, 6 
-Tiflf^D[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 793 (2M + H) + , 397 (M + H) + ;HP 
LCfiM^l^ra : 3. 42# e 
[0283] $mm (40) iHHf^TWM^?^)*^^]^}-!, 
3, 3-W^V-6-TlFtV^n[3. 2. l]***^ 

MS (ESI, Pos. 20 V) : 795 (2M + H) + , 398 (M + H) + ;HP 
LC^mm : 2. 99# Q 

Hlfi^7(41):N-^/V-N-(l-{4-[(l, 3, 3-h!J^^-6-Ti?k-V^o[3. 2 
. l]^^-6-^/V)^/l^^/^V}-3Hf ny^vv) r-fehT5:K 
MS (ESI, Pos. 20 V) : 823 (2M + H) + , 412 (M + H) + , 2 
88;HPLCfiy$l$|B| : 2. 99#o 
[0284] HJ|g0!)7(42):N-3i^V-N-(l-{4-[(l, 3, 3-hy^/V-6-TlFlf^P[3. 2 
. l]#**-6-~ f/V)^fvv]^^/-f7W-3-fc' , ny v^/V) T-thT^K 
MS (ESI, Pos. 20 V) : 851 (2M + H) + , 426 (M + H)\ 2 
88;HPLCfiy*^Ba : 3. 06# o 

^»J7(43):tert-^/V l-{4-[(l, 3, 3-h«J^/^-6-TW^o[3. 2. 1 
]^-^-6->f/W)p<^/V]^V)/^}-3-t 0 Dy^^— h 

MS (ESI, Pos. 20 V) : 911 (2M + H) + , 456 (M + H)\ 3 
02;HPLC#j$B£ra : 3. 28#o 
[0285] ^16^7 (44) :1, 3, 3-hy;*3vV-6-{4-[(4-^/V-l, 4-^Tif/^-l-HVV) 
^7/V^-;V]v<vi/^}-6-Tiffc^n[3. 2. l]^^ 
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MS (ESI, Pos. 20 V) : 767 (2M + H) + , 384 (M + H) + , 1 
92. 5 (M + 2H) 2+ ;HPLC^^Ffl : 2. 86# c 

, 3-MJ^^/W6-Tift^n[3. 2. l\ir??> 

MS (ESI, Pos. 20 V) : 767 (2M + H) + , 384 (M + H) + , 1 
92.5 (M + 2H) 2+ ;HPLC^W : 2. 86#o 
[0286] Hii#|7(46) : ((2R)-l-{4-[(l, 3, 3-hy^^V— 6-T1flf^o[3. 2. lW 

MS (ESI, Pos. 20 V) : 741 (2M + H) + , 371 (M + H) + , 2 
88;HPLC»«fl^ra : 3. 04# 0 

•$mm7 (47) : 6-(4-{ [ (2R)-2-(^h^^^yV)-l-t°P!;^/V]^fc/H 
sZy*JfV)-\, 3, 3-hy^f-/V-6-Tiftf^n[3. 2. l]^^ 
MS (ESI, Pos. 20 V) : 769 (2M + H) + , 385 (M + H) + , 2 
88;HPLCfiy$P£IH! : 3. 16# 0 
[0287] ^Jfef!|7(48) : (4aR, 8aS)-2-{4-[(l,- 3, 3-YV/^-6-Tf V 9 s9* [3. 2. 1 

]^-^^-6-^v) ^/v] ^/#) -r # tFo-ry^yy y 

MS (ESI, Pos. 20 V) : 817 (2M + H) + , 409 (M + H) + ;HP 
LCfcftmffl : 3. 53# 0 

«^7(49):v ? 7^=;K(2R)-l-{4-[(l, 3, 3-hy^/V-6-71ffc^n[3. 

2. l];t^-6-^fVv) ^;^^^MM-2-WrJ==-/^)^/—^ 

MS (ESI, Pos. 20 V) : 523 (M + H) + , 423;HPLC{£i$B#|!a : 

3. 56# D 

[0288] |Sife0!|7(5O):6-(4-{[(2R, 6S)-2, Q- f J^;V-4-^/V^])^;V\ij;V^;V} 
s<>i//l>)-l, 3, 3-hy^/V-6-T-y : t^P[3. 2. 

MS (ESI, Pos. 20 V) : 769 (2M + H) + , 385 (M + H) + , 2 
88;HPLCi$y$P#Pfl3 : 3. 15# c 

»^7(51):N-((3R)-l-{4-[(l, 3, 3-hy^fvl^6-T1fKV*P[3. 2. 1] 
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MS (ESI, Pos. 20 V) : 795 (2M + H) + , 398 (M + H) + , 2 
25;HPLC^^fP^ : 2. 95# G 
[0289] $m&}7(52) :N-((3S)-l-{4-[(l, 3, 3-hy^/W-6-Tift'^n[3. 2. l] 

MS (ESI, Pos. 20 V) : 795 (2M + H)\ 398 (M + H) + , 1 
54;HPLCiS:^F^ : 2. 95# 0 

Hi£#!l7(53):(4aS, 8aS)-2-{4-[(l, 3, 3-hy^^/V-6-Tif lfi^n[3. 2. 1 
MS (ESI, Pos. 20 V) : 817 (2M + H)\ 409 (M + H) + ;HP 

Lcvmmm ■. 3. 48#„ 

[0290] nnm7(54):tert--7^JU (3R)-l-{4-[ (1, 3, HWf/H-7HV^[ 
3. 2. l]^-^^-6-^)^^]^^^V}-3-fc 0 ny^-/^— /<y— h 
MS (ESI, Pos. 20 V) : 911 (2M + H) + , 456 (M + H) + , 3 
02;HPLC{£f£B#F^ : 3. 26# 0 

MMW (55) :tert-zf^-/V (3S)-l-{4-[(l, 3, 3- W5vV-6-T1f f v^n [ 
3. 2. l]^-^^-6-^V)^^]-<^^V}-3-l: 0 ny^/^— h 
MS (ESI, Pos. 20 V) : 911 (2M + H)\ 456 (M + H) + , 3 
02;HPLC{fc£pP#fia : 3. 27# 0 
[0291] mmM7(56) : (3R)-N, N-$WvHL-{4-[(l, 3, 

d[3. 2. l]^^-6--T/l')^/V]^^/-r/V}-3-t c nyv : ^T5^ 

MS (ESI, Pos. 20 V) : 384 (M + H) + , 192. 5 (M + 2H) 2+ ; 

HPLCUntitm : 2. 85#„ 

Hlfe#|7(57):(3S)-N, N-^f/Wl-{4-[(l, 3, 3-MWA— 6-TlPlf*>* 
n[3. 2. l]^-^^-6-^)>^;V]^<^/-1'/H-3-t 0 nyv?^T5^ 
MS (ESI, Pos. 20 V) : 767 (2M + H) + , 384 (M + H) + , 1 
92. 5 (M + 2H) 2+ ;HPLC{£&P#|ia : 2. 84# e 
[0292] MMm7 (58) :tert-y^^ ^/V(l-{4-[(l, 3, 3-hy^/V-6-TiJ"V^o[ 
3. 2. l]^-^^-6-^)^^]-OyV/V}-3-t°ny^/k)^— h 
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MS (ESI, .Pos. 20 V) : 939 (2M + H) + , 470 (M + H) + ;HP 
LC&ftftm : 3. 34# 0 

HWJ7(59):^^V 3-{4-[(l, 3, 6r-7flf*/^[3. 2. l]* 

w-m^)^]^/^h, 3-^ryy^v-2, 4-^#^*w-h 

MS (ESI, Pos. 20 V) : 949 (2M + H) + , 475 (M + H) + , 3 
02;HPLCfiM$B*ra : 3. 25# 0 
[0293] HifeFJ7(60) :N, N-vW/l^l-{4-[(l, 3, 3-MJ^/V-6-T1ftf^n[3. 2 
. 1 ] ***-6->f AO ^/U] ^Oi/>f } -3-t°P y v^T^ 
MS (ESI, Pos. 20 V) : 767 (2M + H) + , 384 (M + H) + , 1 
92.5 (M + 2H) 2+ ;HPLC<fcj$l#IS : 2. 85# e 

**W7(61):N, N-$*^vl— l-{4-[(l, 3, 3-FWf/M-7f^o[3. 

2. i]*??-6-4/\s)^/^^y^M-3-t°v})i?>T$y 

MS (ESI, Pos. 20 V) : 823 (2M + H) + , 412 (M + H)\ 2 
06. 5 (M + 2H) 2+ ;HPLC^NfF^ : 2. 88# 0 
[0294] ||^7(62).:6-[4-(l-TW^/V*/VJH=/V)^v ? /W]-l, 3, Z-WftV 
-6-7flfi/^n[3. 2. 

MS (ESI, Pos. 20 V) : 653 (3M + H) + , 327 (M + H) + , 28 
8, 195;HPLC#t£l$ra : 3. 08# o 

HJ£#|7(63) :6-{4-[(2, 5-i?^/V-l-¥u})i?^/)s)%*7$~/^yi?M-l 
, 3, 3-hy^^V-6-T1ft'v'^n[3. 2. l]*t?y 

MS (ESI, Pos. 20 V) : 737 (2M + H) + , 369 (M + H) + , 3 
02;HPLC^^F^ : 3. 28# c 
[0295] Hil^j7(64) :6-[4-(3, (2H)H^~A#/V#-A)^^A]-1 
, 3, 3-hy^/V—6-T1ft^a[3. 2. 

MS (ESI, Pos. 20 V) : 705 (2M + H) + , 353 (M + H) + , 3 
02;HPLC{£J$n#fia : 3. 20# o 

Hife0!)7 (65) :6-(4-{ [4-(4-7/W^D7 3 :^/V)-l-t 0 ^7v ? =^]*/W^=/V} 
3, 3-h!J^;V-6-Tf-'tf^n[3. 2. l]*?*y 
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MS (ESI, Pos. 20 V) : 899 (2M + H)\ 450 (M + H) + , 2 
25.5 (M + 2H) 2+ ;HPLC^W : 3. 35# Q 
[0296] ldfeM7(66):l-[4-(4-{4-[(l, 3, [3. 2. 1]** 

^-6-^) ^A']^Oc/>TA'}-l-K , ^9^=yi') 

MS (ESI, Pos. 20 V) : 474 (M + H) + , 302;HPLC{£*#Pf : 
3. 30# o 

MMW7(67) :6-{4-[(2, 6-^^/1— 4^;Vi&)^;V)%;ViS=.jV]'<^J;V}- 
1. 3, 3-M;^^/W-6-Tiftfi/^n[3. 2. 

MS (ESI, Pos. 20 V) : 769 (2M + H) + , 385 (M + H) + , 2 
88;HPLC^^fP^ : 3. 09# o 
[0297] ^!fe0!l7(68):8-{4-[(l, 3, 3-hy^/V-6-Tif lfV^n[3. 2. l]^-^-6— T 

4-v J ^-=ar^-8-Tif^t°p[4. 5]x#^ 
MS (ESI, Pos. 20 V) : 825 (2M + H) + , 413 (M + H) + , 2 
88;HPLC^NfP^ : 3. 13#o 

mMM7(69):=^^ l-{4-[(l, 3, 3-hy^yk-6-Tif [3. 2. 1]^ 

MS (ESI, Pos. 20 V) : 853 (2M + H) + , 427 (M + H) + ;HP 
LC&Wmm : 3. 38#o 
[0298] ^Ii£#ij7(70) :N, N-v^fvl— l-{4-[(l, 3, 3-^f;l-6-7f^D[3. 
2.1] ^-^^-6— T/V) ^/V] *<-y*MA, } -3-t°^y S^a/WJjWMf* H 
MS (ESI, Pos. 20 V) : 907 (2M + H) + , 454 (M + H)\ 3 
02;HPLC{£8fB#F^ : 3. 21# D 

SEifcW7(71):3i^-A' l-{4-[(l, 3, 3-hy^/V-6-Ti^tf^a[3. 2. l]^ 
^-6-^V)^^^]^0-^/W}-3-t 0 ^y^^^^dr^W— h 
MS (ESI, Pos. 20 V) : 853 (2M + H) + , 427 (M + H) + , 3 
02;HPLC{£|#P#|ig : 3. 29# c 
[0299] ^Jg«aj7(72):l, 3, 3-hy^yV-6-(4-{[2-(3-t°yv?^)-l-fc^y^-yW] 
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MS (ESI, Pos. 20 V) : 863 (2M + H) + , 432 (M + H) + , 2 
16.5 (M + 2H) 2+ ;HPLC#^ra : 2. 98# 0 

»j7(73):l'-{4-[(l, 3, Z-Wf->V-Q-TWs>?v[.Z. 2. lW?-6- 

MS (ESI, Pos. 20 V) : 875 (2M + H) + , 438 (M + H) + , 2 
19.5 (M + 2H) 2+ ;HPLC^M : 2. 93# c 
[0300] HiS0tj7(74):l, 3, 3-hP^l--6-{4-[ (2-^^/V-l-t°a!J^/V)^yVfe;V 
]^y^V}-6-Tift'^o[3. 2. 

MS (ESI, Pos. 20 V) : 709 (2M + H) + , 355 (M + H) + , 3 
02;HPLC{£j$Bfffl : 3. 20# 0 

Hi&0lJ7(75) :l, 3, 3-MJ^l—6-(4-{[4-(l-t 0 ny^/V)-l-fc^y^^ 
]^;W?H=:/V}^Oi?/V)-6-T1flf^i3[3. 2. 

MS (ESI, Pos. 20 V) : 847 (2M + H) + , 424 (M + H) + , 2 
12.5 (M + 2H) 2+ ;HPLC{£i$R#P f g : 2. 89#„ 
' [0301] ||jfe^7(76):6-[4-({4-[fc^(4-7^o7 3 i=/V)^V]-l-fc , ^^7V} 
^)Vif^)V)^yi/)V\-\, 3, 3-YV^/^-6-T^>^[3, 2. 
MS (ESI, Pos. 20 V) : 558 (M + H) + , 356, 203;HPLC&£p 
mm : 3. 29# 0 

H*£0tJ7(77) : 6-(4-{ [4-(2-7Mn7x=;W)-l-fcV7^=^]*M'=/l'} 
^/ 9 JA)-\, 3, 3-hV^/l'-6-T-tf\?i/?ti[3. 2. 

MS (ESI, Pos. 20 V) : 899 (2M + H) + , 450 (M + H) + , 2 
25.5 (M + 2H) 2+ ;HPLCi£j$M : 3. 44#„ 
[0302] %mmi (78) : 6-(4-{ l4-(3-*y*i/v^V)-l-\?^yy~>V]jj;V~£^;V)^ 
>i?A')-l, 3, 3H>y^/V-6-71fk*v^n[3. 2. 

MS (ESI, Pos. 20 V) : 923 (2M + H) + , 462 (M + H) + , 2 
31.5 (M + 2H) 2+ ;HPLC{fc}$B#ra : 3. 34# e 

HJ£0j|7(79):l, 3, 3-hy^yV-6-[4-({4-[(2E)-3-7^=/V- 2-y°u^ 
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MS (ESI, Pos. 20 V) : 943 (2M + H) + , 472 (M + H) + , 3 
56, 288;HPLC{£^R#Pea : 3. 11# 0 
[0303] ^I»J7(80) :2-[2-(4-{4-[(l, 3, 3~hWf ;V-6~7f ^p[3. 2. 
9-%-' Ov) **5->V\ ^^MM-i-V^ZyV^v) ^h^vO ^$;—)\< 
MS (ESI, Pos. 20 V) : 887 (2M + H) + , 444 (M + H) + , 2 
22. 5 (M + 2H) 2+ ;HPLC{$y$P3fpg : 2. 87#„ 

^WJ7(8l):tert-^yV 4-{4-[(l, 3, 3-W9vV-6-TlFtf ^n[3. 2. 1 

MS (ESI, Pos. 20 V) : 911 (2M + H)\ 456 (M + H) + ;HP 
LC^Bf P*fl : 3. 35#o 
[0304] ^g»J7(82) :6-{4-[(4-Ty/V-l-t°^7v ? -/V)*/V'^/V]^> ? /V}-l, 3, 
3-]^fV>-6-T1ffc^n[3. 2. 

MS (ESI, Pos. 20 V) : 791 (2M + H) + , 396 (M + H) + , 1 
98. 5 (M + 2H) 2+ ;HPLCi£f|B#|ig : 2. 89# G 
mMM7(83):^^ l-{4-[(l, 3, 3-hy^/V-6-Tift^^a[3. 2. 

MS (ESI, Pos. 20 V) : 825 (2M + H) + , 413 (M + H) + , 2 
88;HPLC^^ : 3. 18# e 
[0305] mmm7 (84) : (2-^7^/1^) ( (2S)-l-{4-[ (1, 3, 3~hy^/V-6-TlF 
n[3. 2. l]^-^^-6-^/V)^^/W]^<^y-r/k}-2-fnyv ; ^/V)^^y— ^ 
MS (ESI, Pos. 20 V) : 623 (M + H) + , 303;HPLC^^ffi : 
3. 85# 0 

nmmns^-.^^j^ 4-{4-[(i, 3, 3-hy^/v-6-T-y-w^n[3. 2. 1]^- 

MS (ESI, Pos. 20 V) : 979 (2M + H) + , 490 (M + H) + , 1 
82;HPLC{fc£fB#Rg : 3. 40# o 
[0306] ^^!)7(86):tert-^^V 4-{4-[(l, 3, 3-h])^/V-6-T^^ul3. 2. 1 
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MS (ESI, Pos. 20 V) : 939 (2M + H) + , 470 (M + H) + ;HP 
LCft&m : 3. 34#„ 

mMm7(87) :6-(4-{[4-(^P^^M^)-l-fc 0 ^7^^]^^>'V'} 
•O&M-l, 3, 3-hy^/V-6-T1ffc^n[3. 2. l]^*^ 
MS (ESI, Pos. 20 V) : 903 (2M + H)\ 452 (M + H) + , 2 
26.5 (M + 2H) 2+ ;HPLCfiy$B#P^ : 3. 08# o 
[0307] mt^j7(88):(3S)-N-(tert-^^)-2-{4-[(l, 3, 3~hV^^- 6-Tift? 
^o[3. 2. l]^i?-6— r/V)>^]^^/^H-l, 2, 3, 4-xh7fcKn-3->f 

MS (ESI, Pos. 20 V) : 502 (M + H) + , 350;HPLC^« : 
3. 44# 0 

mMM7(89) :6-(4-{[4-(2-^h=¥v'^/l')-l-t 0 ^7> ? ^/V]*/^^}-< 

3, 3-W5vv-6-7ifev?p[3. 2. 

MS (ESI, Pos. 20 V) : 855 (2M + H) + , 428 (M + H) + , 2 
14. 5 (M + 2H) 2+ ;HPLC&f£« : 2. 93#o 
[0308] 2llfe0lj7(9O) :^^;K(3S)-2-{4-[(l, 3, 3-by>?VW-6-TlFlfv^p[3. 

2. l]^^-6— T/V)^^/W]-<^/^}-l, 2, 3, 4-rh7tKn-3— ry^t-yy^ 

MS (ESI, Pos. 20 V) : 585 (M + H) + ;HPLC^^ : 3.68. 

Hife#J7(91):-<>vVl' 4-{4-[(l, 3, 6-Tiflf v^n[3. 2. l]* 

**-6->|» ^/V]^^/^V}-1, 4-v ? T^^>'-l-^/VJ}?^^W— h 

MS (ESI, Pos. 20 V) : 504 (M + H) + , 470;HPLC^^ : 

3. 38# c 

[0309] «#J7(92) :6-[4-({ i2R)-2-\?>V*v&7*~/V)^;V]-\-\?xiW~M 
%/ltf=:A')-Oi?A''}-l, 3, 3-Wf7V-6-Tiffc*^n[3. 2. lWfy 
MS (ESI, Pos. 20 V) : 525 (M + H) + , 284;HPLC&£M$ffi : 
3. €9# 0 
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(93) : 6-[4- ( { (2S) -2-\_7)V*u {*?7=.->V) ^^-l-h'uViS^/V} 
%;V#-;V)s<l/*J/V\-l, 3, 3-hy^vW-6-TiffV^n[3. 2. l]*Wy 
MS (ESI, Pos. 20 V) : 525 (M + H) + ;HPLC{£#FB#d8 : 3.69 

[0310] ^£#17(94) : (1R)-1-(4-^H¥v-^vVv)-2-{4-[(1, 3, 3-hy^^-6- 
Tiffc"V^n[3. 2. \\^^-&-^?V)^;V\^y-/4)V}-\, 2, 3, 4, 5, 6, 7, 8 

MS (ESI, Pos. 20 V) : 527 (M + H) + ;HPLC^NfP^ : 3. 76 

HWJ7(95) :6-(4-{[4-(3, 4-V?xiV7 : r.—)V)-l-\?^7iS^;V']-%;V7$~;V 

3, 3-hU^^/v-6-T1ffc^n[3. 2. \\jr>75^ 
MS (ESI, Pos. 20 V) : 502, 500 (M + H) + , 250.5 (M + 
2H) 2+ ;HPLC{££WiS] : 3. 63# e 
[031 1] WtsMl (96) : 6-(4-{ [4-(3, 4-V>^;vy^~;v)-i-\?^7*J~/V']jj;\<&~;V 
)^<y^M-i, 3, 3-hy^^v-6-TififV^D[3. 2. WirWs 

MS (ESI, Pos. 20 V) : 919 (2M + H) + , 460 (M + H) + , 2 
30. 5 (M + 2H) 2+ ;HPLC{&j$RfP f g : 3. 28# 0 

(97) : 6-{4-[ (4— <^XtKy/l— l-t?-<7^/V) HJ/V^/Vl^y^M 
-1, 3, 3-MJ^^/l— 6-TlFlf^n[3. 2. \\Hr?9^ 

MS (ESI, Pos. 20 V) : 522 (M + H) + , 356, 167;HPLCt?:^F 
nm : 3. 21# c 

[0312] (98) : 6-(4-{ [4-(2-7o-Y/U)-l-tT-<9^A']*Aoj?c=. ykJ'O^AO 

-1, 3, 3-b9^W6-7iff^p[3. 2. \\i>r?$> 

MS (ESI, Pos. 20 V) : 899 (2M + H) + , 450 (M + H) + , 2 
88;HPLCGy$B#|!C : 3. 14# 0 

^iS^ij7(99):^/V ( 4 _{4_[( lf 3> 3 _|.ij^ / v_ 6 _ Ti f t -^ n [3 i 2 . l]* 
MS (ESI, Pos. 20 V) : 883 (2M + H) + , 442 (M + H) + , 2 
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21. 5 (M + 2H) 2+ ;HPLC#f£« : 2. 93# e 
[0313] ^»J7(100):1, 3, 3-hy^f-/W-6-(4-{[4-(2-7^7V3i^;W)-l-t 0 -<7v ? 

MS (ESI, Pos. 20 V) : 919 (2M + H) + , 460 (M + H) + , 2 
30.5 (M + 2H) 2+ ;HPLC^W : 3. 08# o 

H«J7(101):1, 3, 3-hy^/V-6-(4-{[4-(4-t°!J^/l')-l-fc 0 ^^/V 
]%;Vif^;V)^V>J;V)-6-T-V\?i/#viZ. 2. l^ffy 

MS (ESI, Pos. 20 V) : 433 (M + H) + , 217 (M + 2H) 2+ ;HP 
LC^kW^m : 2. 92#o 
[0314] »^|7(102):2-(4-{4-[(l, 3, 3-hy^/V-6-Tiffc^n[3. 2. lWf- 

MS (ESI, Pos. 20 V) : 913 (2M + H) + , 457 (M + H) + , 1 
82;HPLC{fc^R#P^ : 3. 40# o 

^JfeW(103):3-(4-{4-[(l, 3, 3-^^/1-6-71? tf v^P [3. 2. \ 

MS (ESI, Pos. 20 V) : 895 (2M + H) + , 448 (M + H) + , 2 
88;HPLCi*£fB#|!9 : 3. ll# e 

Hi&0i|7(lO4):6-(4-{[4-(2, jVjrv7 -l-V^yV-^D/ViS 

~M^V;V)-\, 3, 3-hy^/V-6-Ti^f>^D[3. 2. l]*??> 
MS (ESI, Pos. 20 V) : 935 (2M + H) + , 468 (M + H) + , 2 
34.5 (M + 2H) 2+ ;HPLG^W : 3. 48# c 
[0315] H«B0ij7(lO5):2-(4-{4-[(l I 3, 3-}>!W/V-6-71)-V;^n[3. 2. 

MS (ESI, Pos. 20 V) : 448 (M + H) + , 288, 224. 5 (M + 
2H) 2+ ;HPLC^M : 3. 09# o 

H»J7(106):1, 3, 3-M;^/V-6-(4-{[4-(7 1 ^fcKi3-2-7^^/^^ 

/^)-l-t^7^/V]*^^}^v ? ^)-6-T-ftV^n[3. 2. 

MS (ESI, Pos. 20 V) : 907 (2M + H) + , 454 (M + H) + , 2 
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88;HPLC{£i$B#l?S : 3. 04# o 
[0316] Hlfe0»j7(lO7) : (3S)-l-{4-[(l, 3, 3-hy^5vV-6-T1?KV^n[3. 2. 1]^ 
^-6--r/V)^^/V]^^^V}-3-t 0 Dy^/— /V 

MS (ESI, Pos. 20 V) : 713 (2M + H) + , 357 (M + H) + , 2 
86;HPLC{£JfR#Rg : 2. 96# 0 

mMm7(l08) :6-{4-[(4-^^M, 4-^T-eV^^-l— 
^J;V)-\, 3, 3-M»^V-6-Tift^n[3. 2. 

MS (ESI, Pos. 20 V) : 919 (2M + H) + , 460 (M + H)\ 2 
30;HPLC{£3$R#Fig : 3. 02# o 

[0317] mmw (109) : 1, 3, 6-(4-{ [ (2s)-2-(3-tf ys*^)-i-tr^y 

^/V]^/V^^}^^v?yV)-6-Tf I t^n[3. 2. 

MS (ESI, Pos. 20 V) : 863 (2M + H) + , 432 (M + H) + , 2 
16. 5 (M + 2H) 2+ ;HPLC{£*WfB : 2. 98# c 

HJfe0U7(llO):2-{4-[(l, 3, 3-hy^/V-6-T1ffV^n[3. 2. l~\*?#-6- 
-iVV) ^/#) -2, 3-v^tKn-lH— [de] jy*;}) > 

MS (ESI, Pos. 20 V) : 877 (2M + H) + , 439 (M + H) + ;HP 
LC&nmffl : 3. 51# e 
[0318] HifcWdll) :4-{4-[(l, 3, Z-YV^/V-G-T^VstulZ. 2. l]^*-6- 
-f/V) ^AO'OV'M'J-l, 4-^Ti?^-l-#/l^TA-'r fcK 
MS (ESI, Pos. 20 V) : 795 (2M + H) + , 398 (M + H) + , 2 
25;HPLC£j^R#|ia : 2. 98# c 

^^07(112) :6-(4-{[4-(2, 6-^h^r^7a:-^)-l-t 0 ^9v ? =/V']^/^- 
;\>}s<-y*Jjl>)-i, 3, 3-hy^vv-6-Tiflfv^n[3. 2. 1]*^:/ 
MS (ESI, Pos. 20 V) : 983 (2M + H) + , 492 (M + H) + , 2 
46.5 (M + 2H) 2+ ;HPLCtfy$B#|ig : 3. 08# o 
[0319] 'Mlfom (1 13) : ry^ntVV-2-(4-{4-[ (1,3, 3-hy^/l— 6-TlF fc'^n 
[3. 2. l]^^-6--fyW)^V]-^^y-l'/V}-l-t°^7> ? ^)T-thT5K 
MS (ESI, Pos. 20 V) : 909 (2M + H) + , 455 (M + H) + , 1 
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84;HPLC{£*Wb1 : 2. 94# e 

^16097(114) :i, 3, 3-hV^^-e-{4-[(4-y^;v-i-\i°^]}^/v)^/v^ 
=/V]^<y^V}-6-T1flf^n[3. 2. 

MS (ESI, Pos. 20 V) : 861 (2M + H) + , 431 (M + H) + ;HP 

Lc&mmm 3. 5i# 0 

[0320] ^H^J7(1 15) : 6-(4-{ [4-(2, A-^^)Vy^)V)-\-\f ^yV—fr'] 
;V}^y^;V)-\, 3, 3-hiI^V-6-Tift^n[3. 2. .1]*^^ 
MS (ESI, Pos. 20 V) : 919 (2M + H) + , 460 (M + H) + , 2 
30.5 (M + 2H) 2+ ;HPLC&fSB#Hg : 3. 53# c 

HJ6^7(116) :6-(4-{[4-(2, Z-V*y % >V7*-;V)-\-V^y ;t s~;V\1i;Vi£^ 
M^W;V)-\, 3, 3-MW/W6-T1fifv^n[3. 2. l]^^^ 
MS (ESI, Pos. 20 V) : 919 (2M + H) + , 460 (M + H) + , 2 
30.5 (M + 2H) 2+ ;HPLC&}$B#^ : 3. 57# 0 
[0321] Hi£#|7 (117): 6-(4-{ [4-(3-^nn7x^;l/)-l-tV7^-;i,]^;^=/i/}^ 
y*J/V)-\, 3, 3-MJ^/V-6-Tifk^n[3. 2. \\*>7W 
MS (ESI, Pos. 20 V) : 931 (2M + H) + , 468, 466 (M + H 
)\ 233. 5 (M + 2H) 2+ ;HPLC£&3R#ra : 3. 53# 0 
ISJfcfll7(118):l, 3, 3-MJ^/^-6-(4-{[4-(3-^f 1 /W73:=./V)-l-t 0 ^7> J 
ci/V]^/Vjj?^}^y^)-6-T1ftf^n[3. 2. 

MS (ESI, Pos. 20 V) : 891 (2M + H) + , 446 (M + H) + , 2 
23.5 (M + 2H) 2+ ;HPLC{$M$B#Pfl : 3. 32# 0 
[0322] Ml&tytf (1 19) : 6-(4-{ [4-(4-^h^r^7^^V)-l-t 0 ^v?-/W]^^^} 
3, 3-hy^/W-6-T1ftf^n[3. 2. l~\*??y 
MS (ESI, Pos. 20 V) : 923 (2M + H) + , 462 (M + H) + , 2 
31.5 (M + 2H) 2+ ;HPLC{fc#BfF£ : 3. 13# 0 

«0!|7(12O) :1, 3, 3-hU^/W-6-[4-({4-[4-(M;7/^o^^/W)73:^] 

-l-t°^7^/v}^/w^-/v)^y^/v]-6-Tift'-V^n[3. 2. \\JrZ9> 

MS (ESI, Pos. 20 V) : 500 (M + H) + , 250.5 (M + 2H) 2+ ; 
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HPLCfiy$l$ra : 3. 59# e 
[0323] ^^7(121) :1, 3, 3-hy^^/V-6-(4-{[4-(2-fc°9^^)-l-f **9*J~JV 
]^7Vfc/V}-<^/V)-6-Tf i t^n[3. 2. 1]^^^ 

MS (ESI, Pos. 20 V) : 867 (2M + H) + , 434 (M + H) + , 2 
17.5 (M + 2H) 2+ ;HPLC^^ : 3. 07# o 

mmm7 (122): e-u-c (^p^^wi-^^) ^a**^] 

3, 3-hy^/l— 6-Tlftfi/^n[3. 2. 
MS (ESI, Pos. 20 V) : 875 (2M + H) + , 438 (M + H) + , 2 
19.5 (M + 2H) 2+ ;HPLC^B#F^ : 3. 00# o 
[0324] 1^6817(123) : 6-(4-{ [4- (4-^do7x^) -l-br^S*^] iJA'^M ^< 
3, 3-by^^-6-Tift^n[3. 2. 
MS (ESI, Pos. 20 V) : 931 (2M + H) + , 468, 466 (M + H 
) + , 233.5 (M + 2H) 2+ ;HPLC^^ : 3. 51# c 
£Jfc«7(124):l, 3, 3-by^/V-6-(4-{[3-^/V-4-(3-^/V7^/l^)- 

* 

MS (ESI, Pos. 20 V) : 919 (2M + H)\ 460 (M + H) + , 2 
30. 5;HPLC^^F^ : 3. 16# c 

[0325] mmm (125) : 1, 3, 3-hy^A~-6-(4-{ [3-^/v-4- {A-^;vy^;v) - 

l-t^^ = /V]^^/W}^S^>^)-6-Tiflf^i3[3. 2. 

MS (ESI, Pos. 20 V) : 919 (2M + H) + , 460 (M + H) + , 2 

30. 5 (M + 2H) 2+ ;HPLC^W : 3. 13# e 

HJfe^j7(126) :6-(4-{[4-(5-^Dn-2-^V7a:=/V)-l-^7v ? =/V]^/V- 
tf-M^l/itM-l, 3, 3-hy^yW-6-Tlftfv^ci[3. 2. 
MS (ESI, Pos. 20 V) : 959 (2M + H) + , 482, 480 (M + H 
) + , 240.5 (M + 2H) 2+ ;HPLC^Nr^ : 3. 64#„ 
[0326] mmm7 (127) : l, 3, 3^y7^/l^-[4-({4-[5-(by:7/l^n^^)-2-fc o y 
ix^]-i-t^9^=/V}^^*'-/^)^V^]-6-Tift^>^D[3. 2. \~\Hr99 
1/ 
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MS (ESI, Pos. 20 V) : 501 (M + H) + , 251 (M + 2H) 2+ ;HP 

Lcvmmm :■ 3. 42# 0 

^^097(128) :N-7x^;WN-(l-{4-[(l, 3, Z-Y»**f-;V- 6-T1flf^u[3 
. 2. ll^^-^^^J^^^Vj-^^y^/Vj^n/^^r^K 
MS (ESI, Pos. 20 V) : 502 (M + H) + , 350, 302;HPLC{fc£f 
mm : 3. 34# 0 

[0327] !J7 (129): 6- (4-{ [4- (2-^h^r^f-^) -i-^^^/V] ^< 

3, 3-h!J^^/V-6-Tlftf^l3C3. 2. 
MS (ESI, Pos. 20 V) : 827 (2M .+ H) + , 414 (M + H) + , 2 
07.5 (M + 2H) 2+ ;HPLC{£}$B#ffl : 2. 88# 0 

HJfe#|7(l30):l, 3, 3-hy^yV-6-[4-({4-[2-(4^E-/V*U^/W)^/V]-l 

MS (ESI, Pos. 20 V) : 937 (2M + H) + , 469 (M + H) + , 2 
35 (M + 2H) 2+ ;HPLC^jf^ra : 2. 85# 0 
[0328] WfcWl (131) : 6-(4-{ [ (2R, 5R)-2, 5-tf* (*Y**S^JV)-\-\?u})*s~;V} 
Jj/ViS-M^WtV)-!, 3, 3-hV^^-6-T^\f^X2\_3 r 2. l]***^ 
MS (ESI, Pos. 20 V) : 857 (2M + H) + , 429 (M + H) + , 3 
29;HPLC&£fffl : 3. 21# 0 

HiiM7(132):6-(4-{[(2S, 5S)-2, 5-t^(^^>^;V)-l-t°ny^/V] 
•fr/V-$~;V}s<^J/V)-l, 3, 3-hy^V-6-TiffV^n[3. 2. l]^*> 
MS (ESI, Pos. 20 V) : 857 (2M + H) + , 429 (M + H) + , 3 
02;HPLCft£fM : 3. 20# o 
[0329] ^M7(133) : 1, 3, 3~hy^V-6-(4-{ [4-(3-7^7U-l, 2, 4-^T^T 
y-/V-5--f;V) -1 , 4-^7if^V-l— f /V] UjVtfs=./V) ^i/jV) 
o[3. 2. 

MS (ESI, Pos. 20 V) : 530 (M + H) + , 265. 5 (M + 2H) 2+ ; 
HPLC^^P^ : 3. 50# o 

^ife0>j7(134) :6-(4-{[4-(2-^nn-6-7;W^-D^y> ? ;V)-l, A-V'T^.'^s- 
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W/V];fr/V*}?^W^i?/V)-l, 3, 6-Tiftf^i=[3. 2. 1]** 

$y 

MS (ESI, Pos. 20 V) : 514, 512 (M + H) + , 370, 288, 25 
6.5 (M + 2H) 2+ ;HPLC{&£Fi$R9 : 3. 04# o 
[0330] ^0117(135) :6-(4-{[4-(4-7/^n^^/V)-l, 4-v?T-t?^-W/V];*7 
friZ-M^i/VM-i, 3, 3-hy^A--6-Tififv^n[3. 2. l]***^ 
MS (ESI, Pos. 20 V) : 955 (2M + H)Y 478 (M + H)\ 3 
70;HPLC4£j$B#Ba : 3. 06# o 

^^07(136) :6-(4-{[4-(2-^PD-6-7^n^^/k)-l-t°^7v ? =^]^ 
;V#~;V)s<l/V/V)-\, 3, 3-hy^V-6-Tif^v-^n[3. 2. \\*t$y 
MS (ESI, Pos. 20 V) : 995 (2M + H) + , 500, 498 (M + H 
) + , 249.5 (M + 2H) 2+ ;HPLC^^ : 3. 05#o 
[0331] 2l;!&0i|7(l37) : (3S, 4aS, 8aS)-N-(tert-:/5vV)-2-{4-[ (1, 3, 3-h!W 
/V-6-T1ftfi/^n[3. 2. l]^"^^-6— T/V)^^/V]-<^^/V}x^t:Ko-3-^y 

MS (ESI, Pos. 20 V) : 508 (M + H) + , 423;HPLCtfM$B#ra : 
3. 59#o 

H160!l7(138):2-(4-{4-[(l, 3, 3-hy^/V-6-Tlft^n[3. 2. 
6-^71") } -1 , 4-^Tif^-l— f» /V 
MS (ESI, Pos. 20 V) : 827 (2M + H) + , 414 (M + H) + , 2 
07.5 (M + 2H) 2+ ;HPLC^^ : 2. 85#„ 
[0332] »f!)7(l39) :2-^V-4-(4-{4-[(l, 3, 3-hy^fVW-6-T-tFtfi^n[3. 2 

MS (ESI, Pos. 20 V) : 497 (M + H) + , 360, 288, 249 (M 
+ 2H) 2+ ;HPLC^^ : 3. 04#„ 

^it^7(140):tert-^/V (2S)-l-{4-[(l, 3, 3-hy^?vV-6-TlFtfv^n 

[3. 2. l^i7^^-y(/V)^/V^yyy(;V}-2-\i°n^iyy^;V^^—Y 

MS (ESI, Pos. 20 V) : 881 (2M + H) + , 441 (M + H) + ;HP 
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LCVm#m : 3. 38# 0 
[0333] MMM7 (141) : 1, 3, 3-hy^7^-6-{4-[(2-^ntVV-l-t°-<y^7V)*;V*' 
^]^$W-6-Tiflfi^ct[3. 2. l]**^ 

MS (ESI, Pos. 20 V) : 793 (2M + H) + , 397 (M + H) + ;HP 
LCfiMSftM : 3. 47# 0 

H»j7(142):2-^nn-ll-(4-{4-[(l, 3, 3-W^-6-TlFlf^a[3. 2 

. ll^^-e-^^/^^^/^/vJ-i-t^^/^^^/Cb, f][i, 4]^- 

^-y-feftV 

MS (ESI, Pos. 20 V) : 585, 583 (M + H)\ 446, 376, 29 
2 (M + 2H) 2+ ;HPLC{£&B#M : 3. 30# o 
[0334] HWJ7(143):l-{4-[(l, 3, 3-hy^V-6-Tift^n[3. 2. lW*-6- 
<<J>V)*1-jV\'<^M;V}-\, 2, 3, 4-7 i h9tKn^/y^ 

MS (ESI, Pos. 20 V) : 805 (2M + H) + , 403 (M + H) + ;HP 
LCftWmm : 3. 43#„ 

mi&m7 (144) : 2->f/Wl-{4-[ (1 , 3, 3-1^^/1^6-71? t^n[3. 2. l] 
^-^-6-^)^v]^<^/^/V}-l, 2, 3, 4-rh7tKn^/y^ 
MS (ESI, Pos. 20 V) : 833 (2M + H) + , 417 (M + H) + ;HP 
LCGM^fS : 3. 50# o 
[0335] |«J7(145) : l-{4-[(l, 3, 3-h^^-6-Tift^n[3. 2. l] 
*W-6-' M*3-A'']-<y s MA'}-l, 2, 3, 4-y-hyth*v*;})> 
MS (ESI, Pos. 20 V) : 833 (2M + H) + , 417 (M + H) + ;HP 
LC&&mm : 3. 50# o 

^^j7(146):6-7^a-2-^/V-l-{4-[(l, 3, 3-W'?A>-&-Tltei/ 
*u[3. 2. lW?-6-' (M^^^MM-l, 2, 3, 4-xh7tKi3^yy^ 
MS (ESI, Pos. 20 V) : 869 (2M + H) + , 435 (M + H) + ;HP 

Lc&mmm : 3. 5i# 0 

[0336] Hii^7(147):7-(hy7/V^P^;V)-l-{4-[(l, 3, 3-hV^^-6-T^y 
*n[3. 2. l]^^-6-^/V)^f-/^]^/>r/H-l, 2, 3, 4-^h7kKn^/yy 
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MS (ESI, Pos. 20 V) : 471 (M + H) + ;HPLCtf^B#F*g : 3. 58 

1116097(148) :8-^f/M-{4-[(l, 3, 3-Y^^;V-Q-T^\f^n[.3. 2. 1] 
^r^-G->(;v)^;v]^<^/y(;V)-l, 2, 3, 4-Tb7KVv*SV^ 
MS (ESI, Pos. 20 V) : 833 (2M + H) + , 417 (M + H) + ;HP 
LC»^B#F^ : 3. 47# e 
[0337] Hife^j7(l49):2-{4-[(l, 3, 3-W^?V^-Tlfl:^a[3. 2. l~\*??-6- 

MS (ESI, Pos. 20 V) : 777 (2M + H) + , 389 (M + H) + ;HPL 

c&mmm 3. 34# e 

(150) : 6-(4-{ [ (2S)-2-^^XtKy/V-l-t' , ay^/l.]^/Vfc^}-< 
■y*Jjn,)-\, 3, 3-W^/V-6-TW^n[3. 2. 1]^^ 
MS (ESI, Pos. 20 V) : 507 (M + H) + , 266 ; HPLC{£}$HvfF(8 : 
3. 63#o 

[0338] ^^!|7(151) : (6, 7-v^h3->-2-{4-[(l, 3, 3-bV^/ls-6-T1?\?i/?n[3 
. 2. l]^^-6--f/V)^^/V]^^/^}-l, 2, 3, 4-7 1 h7tKn-l-^ydry!;= 

MS (ESI, Pos. 20 V) : 502 (M + H)\ 365, 302;HPLC<£*# 
mm : 3. 31# 0 

^ife^j7(l52):(6, 7-v ? oihdr^-2-{4-[(l, 3, 3-hy^^-6-T1flf^n[3 
. 2. l]^*-6--Y/V)^/V]^^/W-l, 2, 3, 4-^hWo-Wy3r/y- 

MS (ESI, Pos. 20 V) : 530 (M + H) + , 423, 350;HPLC^ 
mm : 3. 47# c 

[0339] mMM7 (1 53) : ^ (2— ^y^fV) (l-{4-[ (1,3, 3-Y x )^f-JV-Q-T J f fc*^n [3 
. 2. l]^-^-6->r/V)^^]^<^/^}-2-fc 0 ny^^)^^/— /V 
MS (ESI, Pos. 20 V) : 623 (M + H) + , 303;HPLC{fcj$R#|!a : 
3. 85#„ 
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M#J7(154):(2S)-N, N-^^A^l-{4-[(l, 3, Z-Wf'Ar-G-TWi' 
?o[3. 2. \^^^-^;V)^jV^^/y(jV}-2-W)^^^^^Y 
MS (ESI, Pos. 20 V) : 823 (2M + H) + , 412 (M + H) + , 2 
88;HPLCflM$l$K : 3. 04# o 
[0340] HJfe«|7(155):^/W (2S)-l-{4-[(l, 3, 3-hy^/l— 6~Tiflf^n[3. 2 
. l]^^-6— C/V)^f-/V]-<^/-r/V}-2, 5— ^tKn-lH-fcTn— A-2-*A** 

MS (ESI, Pos. 20 V) : 793 (2M + H) + , 397 (M + H) + , 2 
88;HPLCfiy$B#ra : 3. 09#„ 

*»«7(156):1, 3, 3-hy^/W-6-(4-{[4-(2-^/W7^7V)-l-t°-<^ 
^^]^77VjJ?=/V}'<>'^)-6-T1ft'^D[3. 2. l]^*^ 
MS (ESI, Pos. 20 V) : 891 (2M + H) + , 446 (M + H)\ 2 
23.5 (M + 2H) 2+ ;HPLC^W : 3. 49#o 
[0341] |HfcW7(157):l, 3, 3-h!WA-6-{4-[ (2-^/V-l, 3-^T^y^-3-^ 
;V)^^=/V]^<>'v ? /V}-6-T1flf^a[3. 2. 

MS (ESI, Pos. 20 V) : 745 (2M + H) + , 373 (M + H) + ;HP 
LC&ftmm : 3. 24# e 

H^J7(158) : 1, 3, 3-hy^V-6-[4-({4-[2-^hn-4-(hy7/V^-np«^/V 
)7^/V]-l-t°^^-^}^^-/V)^^;V]-6-Tf i lf^P[3. 2: 

MS (ESI, Pos. 20 V) : 545 (M + H) + ;HPLC{?:Sf^Pfl : 3.60 

[0342] ^^7(159):^^ (3-**y-l-{4-[(l, 3, 6-T1ftf [ 

3. 2. i]^^^-6-^v)^^]-<>-yV;v}-2-fc 0 -<7^/w)T^-h 

MS (ESI, Pos. 20 V) : 456 (M + H) + , 288;HPLCl£#!$Pfl : 
3. 07# o 

Hifef!j7(160):l, 3, 3-W^/^-6-[4-({4-[3-(MJ7^*o^^)-2-try 
^-^]-i-t°^7v?zi/i.}^/W7K-/V)^^v]^-T1ft^n[3. 2. l]*^* 
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is 

MS (ESI, Pos. 20 V) : 501 (M + H) + , 251 (M + 2H) 2+ ;HP 
LCQmmm : 3. 46# 0 
[0343] ^6097(161) :1, 3, 3-hW;W«-(4-{ [4- (3-7^/1^1, 2, 

/l^5-^V)-l-t: 0 ^^^]*^^V}^^yV)^-T1J*tr^a [3. 2. 

MS (ESI, Pos. 20 V) : 516 (M + H) + , 258. 5 (M + 2H) 2+ ; 
HPLC{££fB#flB : 3. 55# 0 

^^)7(162):6-[4-({4-[3-^nn-5-(hy^^-np<^)-2-t°yv 5 ^W]-l 
-t 0 ^7^/V}^/^=^)^<V^]-l, 3, 3-hy^^/V-6-Tift^D[3. 2. 

MS (ESI, Pos. 20 V) : 537, 535 (M + H) + , 268 (M + 2H 
) 2+ ;HPLCflM$B#ra : 3. 64# 0 
[0344] Slife^j7(l63):4-(4-^h^7 3 i=./V)-5-{4-[(l, 3, 6-TtFlf 
^o[3. 2. l]^^-6--f/V)^/H-<^-f^}-4, 5, 6, 7--rh7tFn^3i/[ 
3, 2r-c\}£9*J> 

MS (ESI, Pos. 20 V) : 515 (M + H) + ;HPLC{5&#B#^ : 3. 61 

^&#|7(l64):2-(4-{4-[(l, 3, 3-hy^/V-6-Tift'^o[3. 2. 

MS (ESI, Pos. 20 V) : 915 (2M + H) + , 458 (M + H) + , 3 
02;HPLC<££M*N?g : 3. 29# 0 
[0345] ^i&#|7(165) :6-[4-({4-[3-^nn-5-(hy7/V^-n^/V)-2-t°y^/W]-l 
, 4-v ? T-t£^V-l— <;V}%/VT$~;V)^i/;V]-\, 3, 3-hy^/l^-6-T1ffc* 
n[3. 2. 1]^^ 

MS (ESI, Pos. 20 V) : 551, 549 (M + H) + , 275 (M + 2 
H) 2+ ;HPLC##I#IBI : 3. 65# 0 

^^!J7(166) :3-(4-{4-[(l, 3, 3-hy>^/V-6-TlFfc^n[3. 2. 
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MS (ESI, Pos. 20 V) : 459 (M + H) + , 343, 302;HPLC{£# 
mm : 3. 27#o 

[0346] HJfe0i|7(167) : 1, 3, 3-hy^^-6-[4-({4-[4-(hy7^n^/V)-2-t o y^ 
4-^T^V^^-l-^V}*y^^)^>v ? /l']-6-Tift^>^n[3. 2. 

MS (ESI, Pos. 20 V) : 516 (M + H) + , 258.5 (M + 2H) 2+ ; 
HPLCfiH$B#|fl : 3. 48# 0 
[0347] ( 1 68) : N-^Hr^-N-^?vV-4-[ (1,3, 3-hy^V-6-Tlft*^l3 [ 

3. 2. l]^*^-^V)^/W]^yXT5K 
TLC : Rf 0. 30 (^f"^:^^/V=3: 1) ; 

NMR (CDC1) : 5 7.61 (d, J = 8. 1 Hz, 2 H), 7.40 (d, J = 8 

3 

. 1 Hz, 2 H), 3.82 (d, J=14. 1 Hz, 1 H), 3.71 (d, J=14. 1 
Hz, 1 H), 3.57 (s, 3 H), 3.36 (s, 3 H), 3.01 -3.07 ( 
m, 1 H), 2.96 (d, J=9. 7 Hz, 1 H), 2.10 (dd, J = 9. 7, 1. 
7 Hz, 1 H), 1.51 - 1.68 (m, 2 H), .1.38 - 1.49 (m, 1 H 
), 1.28 - 1. 38 (m, 4 H), 1.06 - 1.16 (m, 2 H), 1.02 (s 
, 3 H), 0. 89 (s, 3 H)„ 
[0348] %WS\% : 1 , 3, 3-h!W/V-6-[4- ^-^ntf^/M-*^) ^O^-e-T-f M *> 
^p[3. 2. \\1r9&s 



HWJ4(47)-Ci!i3tt^k^(30mg), ^/<;V^T/^-M0. 034mL) 
&£WJ7*^*X7'0(0. 152mL)O4ffi7Krh7tKn77^(0. 35mL)*g$ 
|d % i?oi?/l'T*/ifr/W>mff>hA'*>1®0i (40%, 0. 1 5mL) &gm.-&JUz.1t. 



Mfc40] 



CH 
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£J&$£M-?1 BJS#LfCo S^(CLantern-TsOH(Mimotopestt$!i, 
n^#^-MI-L1026, 0. 15mmol) &]]Qz.tz 0 S*ttS:2N?raScfiLfcft» Lante 
rn-TsOH$r$?«JtfiUfco ®9fflLfcLantern-TsOH£^b^l^ /V, & 

^^^^iW^y-^-CJd^gfe^LfCo #bt^cLantem-TsOH£lO%hy:n 

W) (^MM^:BWI^^=8:l)Tr»«U TfB^ttffl[^*-f5*ISM'fb^( 
21mg)£#fc 0 

TLC:Rf 0. 55(^^:fflf|ftcc^V=3:l); 

NMR (CDCy : 8 7.29 (d, J=8. 8 Hz, 2 H), 6. 90 (d, J=8 
. 8 Hz, 2 H), 4.67 (d, J = 2. 4 Hz, 2 H), 3.73 (d, J=13. 5 
Hz, 1 H), 3.61 (d, J = 13. 5 Hz, 1 H), 3.01 - 3.08 (m, 1 
H), 2.91 (dd, J = 9. 6, 0.8 Hz, 1 H), 2.51 (t, J=2. 4 Hz, 

1 H), 2.08 (dd, J = 9. 6, 1.7 Hz, 1 H), 1.49 - 1.66 (m, 

2 H), 1.36 - 1.47 (m, 1 H), 1.33 (s, 3 H), 1.22 -1.3 
1 (m, 1 H), 1.02 - 1.16 (m, 2 H), 1.00 (s, 3 H), 0.88 

(s, 3 H) 0 
[0349] ££098(1)— 8(25) 

IOfi«8(l):6-(4-^y^D#*5/'O^A')-l, 3, 3-hy^/V-6-Tift^n 
[3. 2. 

TLC:Rf 0. 63(tt»^^:^^=i:3); 

NMR (CDCO : 5 7. 24 (d, J = 8. 6 Hz, 2 H), 6. 81 (d, J=8 
. 6 Hz, 2 H), 4.46 - 4.57 (m, 1 H), 3.72 (d, J=13. 4 Hz 
, 1 H), 3.60 (d, J = 13. 4 Hz, 1 H), 3.03 - 3.10 (m, 1 H 
), 2.91 (d, J=9. 7 Hz, 1 H), 2.09 (dd, J=9. 7, 1.7 Hz, 1 
H), 1.49 - 1.77 (m, 2 H), 1.37 - 1.47 (m, 1 H), 1.33 
(d, J = 6. 0 Hz, 6 H), 1.27 - 1.31 (m, 1 H), 1.25 (s, 3 
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H), 1.03 - 1.16 (m, 2 H), 1.00 (s, 3 H), 0.88 (s, 3 H) 

o 

[0350] Higf!j8(2):6-[3-77V^-n-4-(2-^nt 0 ^^iy)^<>^/W]-l, 3, 3-VV* 
f^-6-7HV^n[3. 2. 

TLC : Rf 0. 27 (^^:@^^^=10:1); 

NMR (CDC1) : 8 7. 13 - 7. 19 (m, 1 H), 6. 97 - 7. 07 (m, 

3 

2 H), 4.74 (d, J = 2. 6 Hz, 2 H), 3.71 (d, J=13. 5 Hz, 1 
H), 3.60 (d, J = 13. 5 Hz, 1 H), 2.99 - 3.07 (m, 1 H), 2 
.93 (dd, J = 9. 6, 1.0 Hz, 1 H), 2.53 (t, J = 2. 6 Hz, 1 H), 
2.07 (dd, J = 9. 6, 1.7 Hz, 1 H), 1.50 - 1.66 (m, 2 H), 
1.39 - 1.47 (m, 1 H), 1.33 (s, 3 H), 1.23 - 1.30 (m, 
1 H), 1.04 - 1.17 (m, 2 H), 1.01 (s, 3 H), 0.89 (s, 3 
H) 0 

[0351] ^M8(3):6-[3-^C7D-4-(2-ynfc°ri/V^v')-<^v?;V]-l, 3, 3~hV^ 
yV-6-T1ft N V^n[3. 2. 
TLC:Rf 0. 27(^1^ :M^/V= 10:1); 

NMR (CDC1 ) : 5 7.40 (d, J=2. 0 Hz, 1 H), 7.22 (dd, J= 

3 

8.2, 2.0 Hz, 1 H), 7.01 (d, J = 8. 2 Hz, 1 H), 4.76 (d, J 
= 2.4 Hz, 2 H), 3.71 (d, J=13. 5 Hz, 1 H), 3.59 (d, J=l 
3.5 Hz, 1 H), 3.00 - 3.07 (m, 1 H), 2.93 (dd, J = 9. 7, 
0.7 Hz, 1 H), 2.53 (t, J = 2. 4 Hz, 1 H), 2.08 (dd, J = 9. 7 
, 1. 5 Hz, 1 H), 1. 50 - 1. 67 (m, 2 H), 1. 39 - 1.47 (m, 

1 H), 1.33 (s, 3 H), 1.24 - 1.31 (m, 1 H), 1. 05 - 1.1 
6 (m, 2 H), 1.01 (s, 3 H), 0.89 (s, 3 H)„ 
[0352] mifoffl8(4) :6-[3-p<hdr^-4-(2-^nt 0 ^/^=arv')^^]-l, 3, 3~MW 
/>-6-7ft^^p[3. 2. l]^-^> 
TLC:Rf 0. 38(^-^y-Mm^^=3:l) ; 

NMR (CDC1) : 5 7.08 (d, J = l. 8 Hz, 1 H), 6.94 (d, J = 8 

3 
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. 1 Hz, 1 H), 6.81 (dd, J = 8. 1, 1.8 Hz, 1 H), 4.74 (d, J 
= 2.4 Hz, 2 H), 3.87 (s, 3 H), 3.73 (d, J = 13. 5 Hz, 1 H 
), 3.62 (d, J=13. 5 Hz, 1 H), 3.00 - 3.09 (m, 1 H), 2.9 
5 (dd, J=9. 7, 1.1 Hz, 1 H), 2.49 (t, J = 2. 4 Hz, 1 H), 2 
.10 (dd, J=9. 7, 1.8 Hz, 1 H), 1.52 - 1.68 (m, 2 H), 1 
.39 - 1.48 (m, 1 H), 1.36 (s, 3 H), 1.26 - 1.35 (m, 1 
H), 1.04 - 1.17 (m, 2 H), 1.02 (s, 3 H), 0.89 (s, 3 H) 

o 

[0353] (5) : 6-l3-7tt-5-*Y*i/-4-(2--7vK°~frttis) -0-^V]-l , 3 

, 3-MWA— 6-nffcV^n[3. 2. 1]^^ 
TLC :Rf 0. 40 (^^ : g^:x^/V= 10 : 1) ; 

NMR (CDC1) : 8 7.07 (s, 1 H), 7.04 (s, 1 H), 4.72 (d, 

3 

J=2. 4 Hz, 2 H), 3.85 (s, 3 H), 3.70 (d, J=13. 9 Hz, 1 
H), 3.59 (d, J=13. 9 Hz, 1 H), 2.99 - 3.05 (m, 1 H), 2 
.97 (d, J = 10. 6 Hz, 1 H), 2.49 (t, J=2. 4 Hz, 1 H), 2.09 

* 

(dd, J=10. 6, 1.7 Hz, 1 H), 1.52 - 1.66 (m, 2 H), 1.4 

0- 1.49 (m, 1 H), 1.35 (s, 3 H), 1.24 -1.31 (m, 1 H 
), 1.05 - 1.19 (m, 2 H), 1.02 (s, 3 H), 0.90 (s, 3 H)„ 

[0354] mnm8 (6) : l , 3, 3-MW/V-6-[3-^hn-4- (2-:/nfc°=^;*-3r» *<y*?A, 

1- 6-Tlftfv^n[3. 2. 

TLC:Rf 0. 30(^M^:g^3^VV=10:l); 

NMR (CDC1 ) : 5 7.87 (d, J=2. 0 Hz, 1 H), 7.56 (dd, J = 

3 

8.6, 2.0 Hz, 1 H), 7.18 (d, J=8. 6 Hz, 1 H), 4.83 (d, J 
= 2.4 Hz, 2 H), 3.77 (d, J = 13. 9 Hz, 1 H), 3.65 (d, J=l 
3.9 Hz, 1 H), 2.99 - 3.06 (m, 1 H), 2.96 (d, J = 9. 6 Hz 
, 1 H), 2.57 (t, J=2. 4 Hz, 1 H), 2.09 (dd, J = 9. 6, 1.7 
Hz, 1 H), 1.49 - 1.74 (m, 2 H), 1.39 - 1.48 (m, 1 H), 
1.33 (s, 3 H), 1.24 - 1.37 (m, 1 H) , 1.06 - 1.18 (m, 
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2 H), 1.02 (s, 3 H), 0.89 (s, 3 H) c 

[0355] mMM8(7) :6-[3-^n^-4-(2-7 P nt°-/V^-^rv')-<^V]-i, 3, 
;k-6-T1ftV^p[3. 2. 
TLC:Rf 0. 43(^F-^:BH*^A'=10:1); 

NMR (CDC1 ) : 6 7.57 (d, J = 2. 0 Hz, 1 H), 7.27 (dd, J= 

3 

8.4, 2.0 Hz, 1 H), 6.99 (d, J = 8. 4 Hz, 1 H), 4.75 (d, J 
= 2.4 Hz, 2 H), 3.70 (d, J=I3. 5 Hz, 1 H), 3. 59 (d, J=l 
3.5 Hz, 1 H), 2. 99 — 3.06 (m, 1 H), 2.93 (d, J=10. 6 H 
z, 1 H), 2.53 (t, J=2. 4 Hz, 1 H), 2.08 (dd, J = 10. 6, 1. 
6 Hz, 1 H), 1. 50 - 1. 65 (m, 2 H), '1. 38 - 1. 48 (m, 1 H 
), 1.33 (s, 3 H), 1.22 - 1. 31 (m, 1 H), 1.04 - 1.17 (m 
, 2 H), 1.01 (s, 3 H), 0.89 (s, 3 H) 0 
[0356] mfoM8 (8) : 6-[3-^h^^-5-=hP-4-(2-7°Dt^/V^^) ^<>^;V\-\, 3 
, 3-hy^/V-6-Tiftf^n[3. 2. 
TLC:Rf 0. 30(^1^:^$^5VV=10:l); 

NMR (CDC1 ) : 8 7.32 (s, 1 H), 7.30 (s, 1 H), 4.81 (d, 

3 

J = 2. 6 Hz, 2 H), 3.91 (s, 3 H), 3. 77 (d, J=14. 5 Hz, 1 
H), 3.65 (d, J=14. 5 Hz, 1 H), 2.95 - 3.07 (m, 2 H), 2 
.51 (t, J=2. 6 Hz, 1 H), 2. 11 (dd, J = 9. 7, 1.8 Hz, 1 H), 

1.51 - 1.74 (m, 2 H), 1.40 - 1.50 (m, 1 H), 1.35 (s, 

3 H), 1.23 - 1.33 (m, 1 H), 1.08 - 1.21 (m, 2 H), 1.0 
3 (s, 3 H), 0. 90 (s, 3 H) 0 

[0357] mMM8 (9) : 6-[3, 5-vo^/W-4- (2-^p t°-;V***s) , 3, 3-h 

y^7V-6-T1ftfv^P[3. 2. 
TLC:Rf 0. 43(^^:^3i^/V=iO:l); 

NMR (CDC1.) : 5 7.00 (s, 2 H), 4. 48* (d, J = 2. 4 Hz; 2 H 

3 

), 3.68 (d, J=13. 5 Hz, 1 H), 3.57 (d, J = 13. 5 Hz, 1 H), 
3.00 - 3.08 (m, 1 H), 2.92 (d, J = 9. 3 Hz, 1 H), 2.50 ( 
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t, J=2. 4 Hz, 1 H), 2.30 (s, 6 H), 2.08 (dd, J=9. 3, 1.6 
Hz, 1 H), 1.52 - 1.66 (m, 2 H), 1.38 - 1.48 (m, 1 H) 
, 1. 35 (s, 3 H), 1. 24 - 1. 34 (m, 1 H), 1. 03 - 1. 17 (m, 
2 H), 1.01 (s, 3 H), 0.89 (s, 3 H) c 
[0358] H*£0t|8(lO):6-[3, 5-^h=¥i/-4-(2-^ P nt°-^^^)^^]-i, 3, 3- 
hy^W6-Tifb^n[3. 2. 1]*^^ 
TLC:Rf 0. 18(^.^y:^^/V=10:l); 

NMR (CDC1) : 5 6.66 (s, 2 H), 4.69 (d, J=2. 4 Hz, 2 H 

3 

), 3.84 (s, 6 H), 3.73 (d, J=13. 7 Hz, 1 H), 3.63 (d, J 
= 13.7 Hz, 1 H), 2.99 - 3.08 (m, 1 H), 2.99 (d, J=9. 5 
Hz, 1 H), 2.43 (t, J = 2. 4 Hz, 1 H), 2.11 (dd, J=9. 5, 1. 
5 Hz, 1 H), 1.54 - 1.70 (m, 2 H), 1.40 - 1.49 (m, 1 H 
), 1.38 (s, 3 H), 1.28 - 1.36 (m, 1 H), 1.06 - 1.20 (m 
, 2 H), 1.03 (s, 3 H), 0.90 (s, 3 H) c 
[0359] (1 1) : 1, 3, 3-hy^A— 6-[4-(2— <^=-;V^r^) ^^V]-6-T 

iffc^n[3. 2. 1]^^ 
TLC :Rf 0. 36 (^rU"^ : @^^fvV= 10 : 1) ; 

NMR (CDC1 ) : 8 7.27 (d, J = 8. 8 Hz, 2 H), 6.89 (d, J = 8 

3 

. 8 Hz, 2 H), 4.64 (t, J=2. 1 Hz, 2 H), 3.72 (d, J = 13. 4 
Hz, 1 H), 3.61 (d, J=13. 4 Hz, 1 H), 3.02 - 3.08 (m, 1 
H), 2.91 (d, J = 9. 7 Hz, 1 H), 2.18 - 2.30 (m, 2 H), 2 
.08 (dd, J = 9. 7, 1.7 Hz, 1 H), 1.50 - 1.67 (m, 2 H), 1 
.37 - 1.47 (m, 1 H), 1.33 (s, 3 H), 1.24 - 1.32 (m, 1 
H), 1.14 (t, J = 7. 5 Hz, 3 H), 1.03 - 1.13 (m, 2 H), 1. 
00 (s, 3 H), 0. 88 (s, 3 H) 0 
[0360] ^WJ8(l2):6-[4-(3-^=-/W^iy)^v ? /V]-l, 3, 3-hU^^-6-Tif 
£V^o[3. 2. 1]^^ 

TLC:Rf 0. 30(^f-^:^^/V=10:l); 
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NMR (CDC1 ) : 5 7.27 (d, J=8. 6 Hz, 2 H), 6.83 (d, J=8 

3 

. 6 Hz, 2 H), 4.09 (t, J=7. 0 Hz, 2 H), 3.72 (d, J = 13. 4 
Hz, 1 H), 3.60 (d, J=13. 4 Hz, 1 H), 3. 01 - 3.07 (m, 1 
H), 2.90 (d, J = 9. 7 Hz, 1 H), 2.67 (td, J=7. 0, 2.7 Hz, 
2 H), 2.08 (dd, J = 9. 7, 1.7 Hz, 1 H), 2.03 (t, J=2. 7 H 
z, 1 H), 1. 50 - 1.66 <m, 2 H), 1.37 - 1.47 (m, 1 H), 
1.33 (s, 3 H), 1.24 - 1.32 (m, 1 H), 1.03 - 1.15 (m, 2 
H), 1.00 (s, 3 H), 0.88 (s, 3 H)„ 

[0361] m&ms u 3) 1, 3, 3-hv^^-e-i4-(3-^<>^^^» 'O^/ui-e-r 

1flf^n[3. 2. 

TLC:Rf 0. 36(^^:Hfll*^=10:l); 

NMR (CDC1) : 5 7.26 (d, J=8. 6 Hz, 2 H), 6.83 (d, J=8 

3 

. 6 Hz, 2 H), 4.03 (t, J=7. 1 Hz, 2 H), 3.71 (d, J=13. 2 
Hz, 1 H), 3.60 (d, J=13. 2 Hz, 1 H), 3. 01 - 3.09 (m, 1 
H), 2.90 (d, J = 9. 5 Hz, 1 H), 2.55 - 2.66 (m, 2 H), 2 
.08 (dd, J=9. 5, 1.5 Hz, 1 H), 1.80 (t, J = 2. 6 Hz, 3 H), 
1.48 - 1.67 (m, 2 H), 1.37 - 1.47 (m, 1 H), 1.33 (s, 
3 H), 1. 23 - 1. 32 (m, 1 H), 1. 03 - 1. 15 (m, 2 H), 1.0 
0 (s, 3 H), 0. 88 (s, 3 H) e 
[0362] HMJ8(14):1, 3, 3-hy^/V-6-[4-(4^>f-=/W^^)^^> ? /V]-6-T 
lFtf^o[3. 2. 

TLC:Rf 0. 36(^^:^3cf-/V=10:l); 

NMR (CDCl) : 8 7.26 (d, J = 8. 8 Hz, 2 H), 6.83 (d, J=8 

3 

. 8 Hz, 2 H), 4. 05 (t, J = 6. 0 Hz, 2 H), 3.72 (d, J=13. 4 
Hz, 1 H), 3.60 (d, J=13. 4 Hz, 1 H), 3. 01 - 3.08 (m, 1 
H), 2.90 (d, J = 9. 5 Hz, 1 H), 2.40 (td, J = 7. 0, 2.7 Hz, 

2 H), 2.08 (dd, J = 9. 5, 1.8 Hz, 1 H), 1.93 - 2.05 (m, 

3 H), 1.50 - 1.66 (m, 2 H), 1.37 - 1.48 (m, 1 H), 1. 
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33 (s, 3 H), 1.24 - 1.32 (m, 1 H), 1.03 - 1.16 (m, 2 
H), 1.00 (s, 3 H), 0.88 (s, 3 H) e 
[0363] ^^j8(l5):5-(2-7 P nt°^/V^-=ar^)-2-[(l, 3, 3-h!W;W-6-71ftf *s?ti 
[3. 2. l]^*-6— i)V)^?V\y^;— ;V 
TLC:Rf 0. 50(^*~9->:ffiWt^/^=3:l); 

NMR (CDC1) : 8 6.83 (d, J=8. 2 Hz, 1 H), 6.49 (d, J=2 

3 

. 6 Hz, 1 H), 6.38 (dd, J = 8. 2, 2.6 Hz, 1 H), 4.64 (d, J 
= 2.4 Hz, 2 H), 3.76 (s, 2 H), 3.11 - 3.23 (m, 2 H), 2 
.51 (t, J=2. 4 Hz, 1 H), 2.12 (dd, J=10. 8, 1.7 Hz, 1 H) 
, 1. 66 - 1.76 (m, 2 H), 1. 48 (d, J=15. 0 Hz, 1 H), 1.3 
6 (d, J=15. 0 Hz, 1 H), 1.21 (s, 3 H), 1.13 - 1.30 (m, 
2 H), 1.06 (s, 3 H), 0.92 (s, 3 H) c 
[0364] ^ffi0ij8(16):6-[2-p<h^iX-4-(2-7 P nt^/V^-^>)^> ? /^]-l, 3, 3-HM 
^V-6-TiftT^n[3. 2. \]ir99l/ 
TLC:Rf 0. 3l(^3r1^:t^^fvV=3:l); 

NMR (CDC1) : 5 7.44 (d, J=8. 4 Hz, 1 H), 6.54 (dd, J= 

3 

8.4, 2.5 Hz, 1 H), 6.49 (d, J = 2. 5 Hz, 1 H), 4.67 (d, J 
= 2.4 Hz, 2 H), 3.77 (s, 3 H), 3.77 (d, J = 14. 8 Hz, 1 H 
), 3.60 (d, J=14. 8 Hz, 1 H), 3.02 - 3.08 (m, 1 H), 2.9 
9 (d, J = 9. 7 Hz, 1 H), 2.53 (t, J = 2. 4 Hz, 1 H), 2.12 (d 
d, J = 9. 7, 1.8 Hz, 1 H), 1.58 - 1.69 (m, 2 H), 1.43 (d 
, J=13. 4 Hz, 1 H), 1.34 (s, 3 H) , 1.31 (d, J=13. 4 Hz, 
1 H), 1.14 (dd, J=10. 6, 1.8 Hz, 1 H), 1.07 (d, J = 10. 6 
Hz, 1 H), 1. 01 (s, 3 H), 0. 89 (s, 3 H)„ 
[0365] SH}&#J8 (17): 6-[2-^on-4- (2-:/ntf ^frttis) ^>-^/V]-l , 3, 3~hV^ 
/V-G-T-*F^?u[3. 2. 
TLC:Rf 0. 48(^*y->-Mm^^=6:D; 

NMR (CDC1 ) : 5 7.52 (d, J = 8. 6 Hz, 1 H), 6.96 (d, J = 2 
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. 6 Hz, 1 H), 6.87 (dd, J = 8. 6, 2.6 Hz, 1 H), 4.66 (d, J 
= 2.6 Hz, 2 H), 3.85 (d, J=14. 6 Hz, 1 H), 3.67 (d, J=l 
4.6 Hz, 1 H), 3.02 - 3.09 (m, 1 H), 2.99 (d, J=9. 7 Hz 
, 1 H), 2.53 (t, J=2. 6 Hz, 1 H), 2.15 (dd, J=9. 7, 1. 8 
Hz, 1 H), 1.59 - 1.73 (m, 2 H), 1.38 - 1.48 (m, 1 H), 
1. 32 (s, 3 H), 1. 24 - 1. 37 (m, 1 H), 1. 07 - 1. 18 (m, 
2 H), 1.03 (s, 3 H), 0.89 (s, 3 H) e 
[0366] H^^J8(18) :6-[2, &-*J*Y*>s-4-(2-7x2\:°^;V***y)s<>>s;V]-\, 3, 3- 
hy^A-6-71flf^n[3. 2. lWfy 
TLC:Rf 0. 30(^nnTjvW>>:^/-/V=10:l); 

NMR (CDC1) : 5 6. 19 (s, 2 H), 4.68 (d, J=2. 4 Hz, 2 H 

3 

), 3.78 (s, 6 H), 3.73 (d, J=12. 1 Hz, 1 H), 3.63 (d, J 
= 12.1 Hz, 1 H), 3.14 - 3.23 (m, 1 H), 2.80 (d, J=9. 2 
Hz, 1 H), 2.54 (t, J = 2. 4 Hz, 1 H), 2.32 (d, J=9. 2 Hz, 

1 H), 1.49 - 1.66 (m, 2 H), 1.31 - 1.45 (m, 1 H), 1.1 
9 - 1. 29 (m, 1 H), 1. 16 (s, 3 H), 0. 98 - 1.07 (m, 2 H 
), 0. 97 (s, 3 H), 0. 82 (s, 3 H) e 

[0367] 3gjfe0ij8 (19) : 6-[2-p<h^^-6-^/V-4-(2-^nt 0 ^7V^v') ^v7l/|-l, 
3, 3-hy^fvW-6-71ffc^P[3. 2. 
TLC:Rf 0. 28(^1^>:^^f-/^=3:l); 

NMR (CDC1) : 6 6. 35 - 6.42 (m, 2 H), 4.66 (d, J = 2. 4 

3 

Hz, 2 H), 3.77 (s, 3 H), 3.67 - 3.77 (m, 1 H), 3.49 - 
3. 64 (m, 1 H), 2. 98 - 3. 14 (m, 1 H), 2. 71 - 2. 88 (m, 
1 H), 2.53 (t, J = 2. 4 Hz, 1 H), 2.43 (s, 3 H), 2.12 - 

2.28 (m, 1 H), 1.49 - 1.75 (m, 2 H), 1.22 - 1.45 (m, 

2 H), 1.19 (s, 3 H), 1.01 (s, 3 H), 0.95 - 1.12 (m, 2 
H), 0. 83 (s, 3 H) 0 

[0368] ^ife0ij8(2O):6-[2-3i^^-4-(2-7 e nfc^;V^-dr^)^>-^/V]-l, 3, 3-hV/ 
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^/V-6-Tiflf^n[3. 2. 

TLC:Rf 0. 20(^=¥f-^:^^/V=3:l) ; 

NMR (CDC1) : 5 7. 36 - 7.77 (m, 1 H), 6.55 (dd, J=8. 4 

3 

, 2.4 Hz, 1 H), 6.48 (d, J=2. 4 Hz, 1 H), 4.67 (d, J = 2 

.4 Hz, 2 H), 4.00 (q, J = 7. 0 Hz, 2 H), 3.60 - 3.94 (m, 
2 H), 2.94 - 3.37 (m, 2 H), 2.52 (t, J = 2. 4 Hz, 1 H), 
2.15 - 2.40 (m, 1 H), 1.53 - 1.95 (m, 3 H), 1.41 (t, 

J = 7. 0 Hz, 3 H), 1.34 (s, 3 H), 1.07 - 1.30 (m, 3 H), 

1. 04 (s, 3 H), 0. 92 (s, 3 H) 0 
[0369] Htt0U8(21):l, 3, 3-hy^V-6-[2-7 p n7K^i/-4-(2-^Pt 0 -^^»-< 

V^/P]-6-T1flf^n[3. 2. 1]^*V 

TLC:Rf 0. 20(^^:^31^=3:1); 

NMR (CDC1) : 5 7. 56 - 7.86 (m, 1 H), 6.57 (dd, J=8. 3 

3 

, 2.6 Hz, 1 H), 6.49 (d, J=2. 6 Hz, 1 H), 4.67 (d, J = 2 

. 4 Hz, 2 H), 3.90 (t, J=6. 6 Hz, 2 H), 3. 77 - 4.12 (m, 
2 H), 3.09 - 3.47 (m, 2 H), 2.53 (t, J = 2. 4 Hz, 1 H), 
2. 30 - 2. 52 (m, 1 H), 1. 87 - 2. 15 (m, 2 H), 1. 72 - 1 

.89 (m, 2 H), 1.45 - 1.55 (m, 1 H), 1.35 - 1.44 (m, 1 
H), 1.34 (s, 3 H), 1.14 - 1.33 (m, 2 H), 1.05 (s, 3 H 

), 1.04 (t, J=7. 4 Hz, 3 H), 0.94 (s, 3 H). 
[0370] Hi£#l8(22) :6-[2-yb=¥^-4-(2-7°nt^/^^^)-<>'v ? /V]-l, 3, 3~W 

^yv-6-T1ffc^n[3. 2. i"]jr#fi> 

TLC:Rf 0. 20(^1^:^^^= 3:1) ; 

NMR (CDC1) : 6 7. 37 - 7.66 (m, 1 H), 6.54 (dd, J=8. 3 

3 

, 2.3 Hz, 1 H), 6.48 (d, J = 2. 3 Hz, 1 H), 4.67 (d, J=2 
. 4 Hz, 2 H), 3.92 (t, J = 6. 5 Hz, 2 H), 3. 57 - 3.98 (m, 
2 H), 2.93 - 3.30 (m, 2 H), 2.52 (t, J = 2. 4 Hz, 1 H), 
2.09 - 2.37 (m, 1 H), 1.57 - 1.85 (m, 4 H), 1. 40 - 1 
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.56 (m, 3 H), 1.34 - 1.41 (m, 1 H), 1.33 (s, 3 H), .1. 
07 - 1.29 (m, 2 H), 1.03 (s, 3 H), 0.97 (t, J=7. 3 Hz, 
3 H), 0. 91 (s, 3 H) e 
[0371] ^i£#|8 (23) : 6-[2-^y^h^^-4-(2-7 B nfc°^/^drv') 3, 3- 
hy^W6-T-tFeV*n[3. 2. 
TLC:Rf 0. 58(^M^:g^Ji?yV=2:l); 

NMR (CDC1 ) : 5 7.42 (d, J=8. 4 Hz, 1 H), 6.52 (dd, J= 

3 

8.4, 2.4 Hz, 1 H), 6.45 (d, J=2. 4 Hz, 1 H), 4.66 (d, J 
= 2.4 Hz, 2 H), 3.78 (d, J = 14. 6 Hz, 1 H), 3. 67 (d, J=6 
. 4 Hz, 2 H), 3.61 (d, J=14. 6 Hz, 1 H), 3.04 - 3.10 (m 
, 1 H), 2.98 (d, J = 9. 7 Hz, 1 H), 2.52 (t, J = 2. 4 Hz, 1 
H), 2.15 (dd, J = 9. 7, 1.6 Hz, 1 H), 2.02 - 2.13 (m, 1 
H), 1. 54 - 1. 71 (m, 2 H), 1. 37 - 1. 48 (m, 1 H), 1. 33 
(s, 3 H), 1.20 - 1.31 (m, 1 H), 0.94 - 1.18 (m, 11 H) 
, 0. 89 (s, 3 H) c 
[0372] (24) : 1 , 3, Z~Y})^;V-6-{2-^;V-4- (2-^n \*^Act*M -O^ 

/V]-6-T1ft*^n[3. 2. 
TLC:Rf 0. 43(^1?->:gflgMvV=3:l); 

NMR (CDC1 ) : 6 7.24 (d, J=8. 8 Hz, 1 H), 6. 69 - 6. 79 

3 

(m, 2 H), 4.66 (d, J = 2. 4 Hz, 2 H), 3.68 (d, J=13. 2 Hz 
, 1 H), 3.54 (d, J=13.2 Hz, 1 H), 3.03 - 3.12 (m, 1 H 
), 2.88 (dd, J = 9. 7, 1.1 Hz, 1 H), 2.50 (t, J=2. 4 Hz, 1 
H), 2.34 (s, 3 H), 2.11 (dd, J = 9. 7, 1.7 Hz, 1 H), 1.5 
9-1.70 (m, 1 H), 1.40 - 1.58 (m, 2 H), 1.30 - 1.40 
(m, 1 H), 1.26 (s, 3 H), 1.04 - 1.15 (m, 2 H), 1.02 (s 
, 3 H), 0. 87 (s, 3 H). 
[0373] mW\8 (25) : 1, 3, 3-H^5vW-6-{4-[ {3-7*~fr-2-Zfn¥ =/V)^^]^< 
y^/W-6-T1flfv^a[3. 2. 
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TLCtRf 0. 50(^^:^^/V=6:l); 

NMR (CDC1) : 5 7. 39 - 7.50 (m, 2 H), 7. 23 - 7.36 (m, 

3 

5 H), 6.96 (d, J = 8. 6 Hz, 2 H), 4.90 (s, 2 H), 3.74 (d 
, J=13. 2 Hz, 1 H), 3.62 (d, J = 13. 2 Hz, 1 H), 3.01-3 
.11 (m, 1 H), 2.92 (d, J = 9. 9 Hz, 1 H), 2.09 (d, J=9. 9 
Hz, 1 H), 1.50 - 1.75 (m, 2 H), 1.38 - 1.48 (m, 1 H), 

1.34 (s, 3 H), 1.23 - 1.33 (m, 1 H), 1.03 - 1.17 (m, 
2 H), 1.01 (s, 3 H), 0.88 (s, 3 H) c 
[0374] ^ii^j9:6-(4-^h^7^yV)-l, 3, 3-MM^A— 6-TiF tfi^u [3. 2. !]*• 



1, 3, 3-MJ^f;V-6-7flf^tJ[3. 2. l]:t^^(157mgK4-^HH/3-K 
^if^ ( 1 OOmg) , 2- (2 ' -PtT-ASTK/) -\£7x^l^S&9v*''<*isAti&74 
> (25mg) *5 J:tf t-^h^W" hVVMll 5mg) <^«8tK 1 , 4^^^ (2mL) & 
^(C, ^>v?y7 f ^T-feM^-^^v f ^(0)^(Pd 2 (dba) 3 , 39mg)SrM-CiP 

x/co KJfeM*8o < c-c3i^iiga^Lfeo Mfctt^iLfcife, g^^/v-e#^ut 0 

: ^31^=20 : 1) TitiSJU TiE4&i£ffifc^5#$§9Hb-&^ (93mg) Sr 
TLC:Rf 0. 63 (^^: g^J^Vl^ 20:1); 

NMR (CDC1) : 5 6. 82 (d, J=9. 2 Hz, 2 H), 6.39 (d, J = 9 

3 

. 2 Hz, 2 H), 3.96 - 4.04 (m, 1 H), 3.74 (s, 3 H), 2.9 
4 - 3. 11 (m, 2 H), 1. 89 - 1. 99 (m, 1 H), 1. 71 - 1. 81 



Mk4i] 
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(m, 1 H), 1.39 - 1.54 (m, 2 H), 1. 30 - 1. 39 (m, 1 H), 
1.20 - 1.30 (m, 1 H), 1.12 (s, 3 H), 0.91 (s, 3 H), 0 
. 79 (s, 3 H) 0 

[0375] HJ60U1O:4-(1, 3, 3-M;^^/W-6-Tiflf^n[3. 2. \\*99-G-W7*; 



tmMWWtUtik&Vo (73mg) <0%i^V> (0. 30mL) = #M b* 

tmomW ( 1 • Omol/L, 1 . 40mL) ^O^XMxJto £fS$j£O c C-e 
30#Pfl3£#Lfc^ lmol/L *IWfc^hy*.^88rc>t> fPUfco 2!-£$:£ifrfb^ 

T?«RKU TE4^«W*r«*»Wft#«(64mg)*»fc. 
TLC:Rf 0.32(^^:^^^=6:1); 

NMR (DMSO-d , 373 K) : 6 7. 65 - 8.03 (m, 1 H), 6.51 

6 

- 6. 72 (m, 2 H), 6. 15 - 6.42 (m, 2 H), 3. 84 - 4.04 (m 
, 1 H) , 2.78 - 3.15 (m, 2 H), 1.80 - 1.97 (m, 1 H), 1 
.62 - 1. 77 (m, 1 H), 1. 40 - 1. 58 (m, 2 H), 1. 31 - 1. 4 
4 (m, 1 H), 1.18 - 1.31 Cm,. 1 H), 1.10 (s, 3 H), 0.90 
(s, 3 H), 0. 76 (s, 3 H) D 
[0376] H«Jll(lh 11(2) 

•$mm (47) xmmhtzit^<D^t>m^mmmiox-mtLt^t^, 

HJ60!lllCl):l, 3, 3-hy^/V-6-[4-(2-^ , Dt°^/^dr^)7a:^]-6-T 



Mb42] 
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1ffV^n[3. 2. l\Jr?Z> 



9 H 3 




TLC:Rf 0.40(^^:^^^=20:1); 

NMR (CDC1) : 5 6.90 (d, J=9. 0 Hz, 2 H), 6.38 (d, J=9 

3 

. 0 Hz, 2 H), 4.59 (d, J = 2. 4 Hz, 2 H), 3.96 - 4.03 (m, 

1 H), 3.06 (d, J=8. 6 Hz, 1 H), 2.98 (d, J = 8. 6 Hz, 1 
H), 2.48 (t, J=2. 4 Hz, 1 H), 1.88 - 1.98 (m, 1 H), 1. 
69 - 1.80 (m, 1 H), 1.48 - 1.58 (m, 1 H), 1.39 - 1.48 
(m, 1 H), 1.30 - 1.37 (m, 1 H), 1.21 - 1.29 (m, 1 H) 
, 1.12 (s, 3 H), 0.92 (s, 3 H), 0.79 (s, 3 H) e 
[0377] mmmil (2) : 6-[4- (3-^~/^^» 3, 3-hy^fvV-6-T1f 
tfv^n[3. 2. 

TLC:Rf 0. 40(^^:ftK^/V=20:l) ; 

NMR (CDC1) : 8 6.83 (d, J=9. 2 Hz, 2 H), 6.37 (d, J = 9 

3 

. 2 Hz, 2 H), 4. 02 (t, J = 7. 1 Hz, 2 H), 3. 97 - 4. 02 (m, 
1 H), 3.06 (d, J = 9. 2 Hz, 1 H), 2.99 (d, J = 9. 2 Hz, 1 
H), 2.62 (td, J = 7. 1, 2.7 Hz, 2 H), 2.01 (t, J = 2. 7 Hz, 
1 H), 1.89 - 1.98 (m, 1 H) , 1.71 - 1.80 (m, 1 H), 1.4 
8 - 1. 59 (m, 1 H), 1. 39 - 1. 47 (m, 1 H), 1. 30 - 1. 37 
(m, 1 H), 1.21 - 1.29 (m, 1 H), 1.12 (s, 3 H), 0.91 (s 
, 3 H), 0. 78 (s, 3 H) 0 
[0378] HJfe0iJ12:4-[(l, 3, 3-hy^/V-6-T1ftfv^p[3. 2. 1^^-6—W^ 
/V]^^XTA'T ? fcK 
ML44] 
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H,C 



mz, **ft^y^f-^r/^l>A©h>U3i>J(Sft (1. Olmol/L, 9. 00mL)£ 
. 78g)£#7c 0 

TLC:Rf 0. 30(^1^:g^3^/V=lO:l); 

NMR (CDC1 ) : 8 9.98 (s, 1 H), 7.82 (d, J=8. 2 Hz, 2 H 

3 

), 7.54 (d, J=8. 2 Hz, 2 H), 3.87 (d, J = 14. 5 Hz, 1 H), 
3.75 (d, J = 14. 5 Hz, 1 H), 3.01 - 3.08 (m, 1 H), 2.98 ( 
dd, J=9. 7, 1. 1 Hz, 1 H), 2. 10 (dd, J = 9. 7, 1. 7 Hz, 1 H) 
, 1. 51 - 1.72 (m, 2 H), 1.40 - 1.49 (m, 1 H), 1.27 - 
1.38 (m, 4 H), 1.06 -1.19 (m, 2 H), 1.02 (s, 3 H), 0 
. 90 (s, 3 H)„ 

[0379] HJfe^l3:6-(4-^=:/WOi?7W)-l, 3, 3~HJy^^-6-Tlftf^n[3. 2. 
Hfc45] 



ra£ffc$*(487mg)<D£fli?^V'^(3. OmL)8»l: 4 hy7^/V^7^(77 
3mg)Sr0^-C*Px., 30#IR|«#Lfco R«f^ «^J12T'Mitb7i^#J(10 
0mg)^0r-C^R^, ll#|BHft#Lfc. £j£$^l^?V>-C#f5U ^wkk* 
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°?;v= 10 : 1) -CfitSaUto nbtltcik&Vo (126mg) (DM^Kxh^tKn^y^^ ( 
0. 60mL)[Cn-^/vy^^^^i^^^(l. 58mol/L, 373mL)&-78 < C 

*;VJ»<.*?;-;v= 10 : 1) xmMU TB®mm#1rZ>*&Wik&V>) (32mg) £ 
TLC:Rf 0. 46(^na^/Vi^:^y— /k=10:l) ; 

NMR (CDC1) : 5 7.42 (d, J=8. 2 Hz, 2 H), 7.32 (d, J = 8 

3 

. 2 Hz, 2 H), 3.78 (d, J = 14. 1 Hz, 1 H), 3.67 (d, J = 14. 1 
Hz, 1 H), 2. 98 - 3.09 (m, 2 H), 2.94 (d, J = 9. 7 Hz, 1 
H), 2.08 (dd, J=9. 7, 1.7 Hz, 1 H), 1.49 - 1.68 (m, 2 
H), 1.37 - 1.49 (m, 1 H), 1.25 - 1.38 (m, 4 H), 1.04 
- 1.17 (m, 2 H), 1.01 (s, 3 H), 0.89 (s, 3 H) c 
[0380] ^^|14:3-^/V-4-[(l, 3, 3~hy^/V-6-TlftfV^n[3. 2. l]*?fi-6 

Mb46] 



•mm* ( 1 20) xm^it-w^m (5oo mg ) <Dgm^MiomD mmi^ /<?s? 
>7A-^^(5%, -^tKp^d, 75mg)^r^^#ia^T-e^n^Co Rmm*. tk^# 

i) xmmu tib^14Ii%to«k^^^ (i2im g ) zmtco 

TLC:Rf 0. 38(^1^:^^^= 3:1); 

NMR (CDC1) : 8 7.16 (d, J = 8. 1 Hz, 1 H), 6.55 - 6.64 
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(m, 2 H), 3.66 (d, J = 13. 0 Hz, 1 H), 3.52 (d, J = 13. 0 H 
z, 1 H), 3.03 - 3.11 (m, 1 H), 2.87 (dd, J = 9. 7, 1.1 Hz 
, 1 H), 2.31 (s, 3 H), 2.10 (dd, J = 9. 7, 1.8 Hz, 1 H), 
1.58 - 1.69 (m, 1 H), 1.46 - 1.55 (m, 1 H), 1.35 - 1. 
45 (m, 1 H), 1.26 - 1.33 (m, 1 H), 1. 25 (s, 3 H), 1.04 
- 1.23 (m, 2 H), 1.02 (s, 3 H), 0.86 (s, 3 H) c 

[0381] i^.m^m%mm'\ 

' [0382] 4^#^^f!|l:thThl#^klfflSa^VNfcIP-10^cm-TAC^J;5^iiS)i 

i-i: msmm 

Khm%A#Ts^T£<o^s<y>i)miku mmta. mmm (pbmo z&b'g (v 

>73-~flsy7'3-x-—Zf:Lympho prep tube(Nycoraed Pharma) ) &rffl V^c?£ 

mmmMmm^xmrnLtio pbmc^> ^hTmmcD4^±^y^y 

h (Human T Cell CD4 Subset Column Kit)£ffiWc^#x-f:/i?Wv'3 
y&^Cj;l9t^CD4^ttT^^^mLfc o r(D^jiS^V^r^lt^D^^^T^ofc 

o 

^CD3^(2Aig/mL)T^^-hL^24^:yi/-hiCthCD4^i4T«^3 
X 10 6 cells/2mL/well(D^MST'ffiaL, #iCD28#ift:(l » g/mL), IL-2 
(4ng/mLh IL-12(5ng/mL);fc±T«L-4#i;#(l n g/mL) <Dffi£TXZl 
<C, CO 4^*=>.^-?-\Z.XZ B Fs^^LfCo Z.ZJX:m^tzffitYCT>3%ifoX=i~Y 

2 

\,tz24%~7U~-UL 37 < C-C2^fNl ^LthCD3^L#:r^50KT-3(2Mg/mL)-e 
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a— Kf-5£ii;:±«jffrifcLfc„ m^m^^tz^ iovoi%^v^iitt^^rR 

PMI 1 640i&±fe ( 1 Ommol/L HEPES/ lvol% % Antibiotic-Antimycotic) \Z 
MMVfc SiCD3St[#^=3— hLTW£lV^M£#ffll!&£3X 10 6 cells/2mL/wel 
l©JNBia^«-e^U IL-2(lng/mL)#^ETT'37 < C, CO^^^-^-fcTS 

[0383] 1-2: In VitroM^ 

h9^^^K^T^iaP-10*fc(iI-TAC-^*^^ (30nmol/L) tr^t? ±|B 
*gi&300/iL, ft«$f^2^$?«ifc»7&(DMSO#I^O. 3%)Sr&tf± 

^Dj>&^mm (dmso^s^o. 3%) sr^tf ±iait%3oo M L&aawLfc. 

±^{-«IS»lUfcthThl#^kM(l X 10 6 cells/well)50M Ltftl»ji«©2 
^jt^<D^m^^tf±iam*50M LOtflOO m L&SfctoU 37^, C0 2 -f 

, 4 , C-e305>l81KJ£S*fco Jfe^l000ipm-C5^M3a'CfUX'7-f/V^~OTiiifc» 

^t^LTFACSort , • s^y^ttS) V ^T*P«f *ffV \ 

^^$0 v Nfc{fi£ioo%£L, ^^«jOi»3felfi*fiH4*fMilibfc. 

#36§IMfc-£*©5*>, CXCR3^ftMfl«r*^Sfc#*HU 30nMX* 

[0384] £*5fc«j!a6fa2:fchll j3-HSDlPfl*S14aS^ 
2-1 : tH 1 0 -HSDm^xii^Ifi 

thll 0 -HSDmifei#*<0flMBttU Elizabeth A. WalkerbO^&{CiiiC 
T, ig^^LTtf Jfeofc (THE JOUNAL OF BIOLOGICAL CHEMISTR 
Y, Vol. 276, No. 24, p21343-21350, 200l) o 
2-1-1 : tH 1 0 -HSD1 cDNA»r Jf*3 XXm^^—<OmM 
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GeneBank accession code:NM_005525{cS<5^TESfrLfc^$:/7^ 
-(pET21 5*^oJ:apET21CD 3':±EXlR fcHffKcDNA? 
^■fy])~^bPCRm^X<0, thll /3-HSD1 cDNA»rJt (N*$g)&»£>23fi0>TS 

^LfccDNA»f^oaeT-@B^J^f^--&^«t»95iM,^mffi^m-<^-- 
fcilfcU &&X.M£ft3S3UB*:]|§0BL21 (DE3) KygjHEjfcLfc.- 
[0385] 2-1-2 :fchll)3-HSDlija^^(D» 

?»JWE*Lfc*:»*«rLBflHi(*/l^<='>yy50/i g/mL*^W)SrfflV>-C, 37 
^fi£5J&£&(600nnrC©«3teg#0. 5fc*5«K IPTG(isopropyl-/3-D 
-thiogalactopyranoside)?rlmM{-^'5J:9^^Pb, 15t:T*16I^WSi5^t 

[0386] 2-2 : thll 

2-2-l:tMl/3-HSDliiia^^^V^113-HSDlPl^ttSaS 
±SE*ife-eWKLfctMl j5-HSDl*yft^»**»*«fcU M^NADPH 

o 

96:ft:7V-M;ilOO//M ^V^/XDMSOjgSiyo^OAtL/^W), 2(s:|g0J 
fc£4fc(DMSO*£l%;20/i L/V=fr)&£Xfi±ttmvmUt£hll 0-H 
SDl|lMi(20^g protein; 140/z L/^/^^P^l, 37*0^5^^^ 
hLfc. ft ^ §SKe*^#fSUWaiLfc5mM NADPH (20 m L/^/V) £ 
JP^> 37 < C-C40^^^>^r3.-<-hLfe 0 100/zmol/L ^J;V^J^-)/xi^^T± 
h=-hV^ (50 M L/^*/V) SrAPx., a^f-^-^H^U JW^jfe^ryh (Cortisol 
EIA kit (R&D) ) V vf, ayVf-y— A*)££Lfco. =/^>^— ^©^4»3/W 

/i^^ti^ *»WflS^lfc©ll /S-HSDlfiftWSrJfWLfco 
[0387] ±HE#?£l£&o-C, *WMt&m<Dll 0 -HSDlPI^tt£$iJ£Uti:^ #1 
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50 

2-2-2 : fch W^oy— 2>£J1 I vfcl 1 13 -HSD2Pfi*^tt?ai^ 

- (lc/ms/ms) mzxmfevtco 

[0388] tb^^ay— i=s(KAC;20mg protein/mL)0. lmUClOOmM Tris-HCl 
Wffimm(pH7. 4)9. 9mLSr*P^, M&mfrMKLfc. 96?t:/V-M^ #36W 
jb^«b (dmso*&io% ; 20 M L/S^V) , (100 » L/S^/V) 

^LPMUtlOmM NAD(20 J LiL/'?3i/V)*3itJ 5 ljuM n/Vf/-;V(DMS 

o*£i % ; 20 ^ l/^/v) ^iPx.> arc-ceo^n^^^-hufc. Wcioo^ 

mol/L *yW^y^yn>^^T-feh=MJ/V (50 m L/^/V) ^px.^ lc/ms/ 

[0389] <HPLC^fe#> 

tizHW8& : API3000LC/MS/MS 
3J7J±:YMC Pack CN,4. 6x150mm 
$5ft3s6 :lmL/min 

#9^M£g:20 c C 
Time(min) AM Bft£ 
0 80 20 

5. 0 40 60 

5. 1 60 20 

[0390] <MS^ft> 
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wtwkWz i 2i^*itf w*©*ac"c=«/i^'^w>* tat wcaw&fc 

fe, 11 /3 -HSDl<DPI^tt?rjBa^1-5#^{c^ffi BT!&T*fc5o 
2-2-ljoJ;l52-2-2fe^C»^j5feT^fflLfcll jS-HSDliSiT^ll ^-HSD2© 

[0391] TOJ^J] 
111 



JUTO#^*S^«t9il^Lfc«tI^LT,-ie*tlOmgOflHfefi^Sr^ 
W1-5ttffll^Sr#fco 
•[*2] 

• 1. 3, 3- hV *?)l>-6- (4-~ hD'Ov/'f^) [3. 2. 1] 

1 o o g 

• ^^^^i'/^^-tl^D-XA^v^A 20. Og 

• Xt7U ^T^y'JA (Htt») 10. Og 

• IS«SI|-te;H3-X 8 7 Og 

[0392] 

[«3] 

• 1. 3. 3 - h 'J 6 - (4 -=hn^>-;-f )V) -6-71ff->^D [3. 2. 1] 

2 0 0 g 
2kg 

• SOL 

IMM-tl^Um B J HEIifc 
[0393] -^(DT^^tlS^lgM^^tt, CXCR3ft0tfflB*fcttll 0-HSDlffi. 
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[i] -«5*;(i) 




[2] mAHKmmm^Lx^xb^ 
[3] mA^nmm^Lx^xh^ 

Mk3] 




[6] Y^-co--efc5ii*:o«SHIIi«IE«©^«bo 

[7] Yi>^u>mxhm^<DmmmimBm<Dit^o 
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-«*5£(Ia-2) 
R 1 

\ H H 

n4S N \v <la ' 2> 

R 3 

mB 1 ]*isb\zm&&*^x^xi>£^mttmkfcm$:mibir < , tztcu e-o, 5- 

&*h*l"*y$?A')-l. 3, 3-hy^V-6-TiflfV^n[3. 2. l]***^ 6- (2, 
6-^/V^-n^^;V)-l, 3, 3~hy^/V-6-T1ftf^n[3. 2. l]^*^, 6- 
(4-^np^y^)-l, 3, 3-M;^V-6-Tf-V^n[3. 2. l]^^, 2-{4 
-[(1, 3, 3-hy^^V-6-T^V^n[3. 2. l]^*-6--|7V)^/V]:7a^W 
-5, 6-^bKcM^yyT4, 5, l-jk][l, 4]^y^Ti?fcV-7(4H)-;*-^ 1, 3, 
3-hy^/V-6-(3-^hn-<>'v ? ^)-6-T1^fc^o[3. 2. \\0r99>^ 
/V-l, 3, 3-hy^^yi^-6-Tifif^i3[3. 2. l]^*^ 2-a— 
h^ri/-4-[(l, 3, 3-hy^/V-6-Tift"^n[3. 2. l]*^-6-WA')^A']7 
x/-/K 1, 3, 3-bV^fr-6-(3-7~;*^>i?/l>)-6-T-y ! \?^?vl3. 2. 1 
H*?**. 1-{[(1R, 5S)-1, 3, 3-hy^/V-6-Tift:^n[3. 2. l]*-**-6 
--T^]^5 L /V}-2-^-^h— /V, 6-(5-^'n^-2, 4-v?^h=¥^^^^)-l, 3, 3- 
hy^/V-6-Tift^^p[3. 2. 6-(4-^h^>-2, 5-i^fvW<^ 

3, 3-hy^/l^-6-Tift^n[3. 2. 6-(4-^=^>-3-^ 
/W^v^-l, 3, 3-hy^fV^-6-Tiftf^n[3. 2. l]^^, 6-[(2-*h* 
v^-l-^7^/V)^^/V]-l, 3, 3-hy^VV-6-TlFfc^P[3. 2. l]^^, 6 
-^vVv-l, 3, 3-hy^^7V-6-Tift^n[3. 2. l]***!', 6-[2-(7y/W 
^i^^^kl-l, 3, 3-hy^/W-6-T1fk-^n[3. 2. 1, 3, 3- 

hy^/V-6-(4--hn^>i/^V)-6-Tift^n[3. 2. l]^*^, 4-[4-(l, 

2-[(l, 3, 3-hy^^/V- 6-Tiff^n[3. 2. l]^^-6-^)^/V]-<^V 
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-1, 3-v?*-/K 1-[(1. 3, 3-hy>f-/V-6-Tiflf^C2[3. 2. l]tf**-6-> ( 
;V)^>V]-2-1-yY—JV^Q-{S-zfv*-2-tY**S'<y*J/V)-l, 3, 
-6-TiftV^nC3. 2. \\*99V*j>1-fr 4-[(l. 3, 3-h^/V-6-Tift^ 
n[3. 2. l]*^-6-^A')>^]'OT/^-h*5j;tJ«6-(4, 5-So<Hr^-2-~h 
n^y^AO-i, 3, 3-hy^^V-6-Tiflf^^n[3. 2. l]^^Sr|»<„ )X*BZ 

-jK5£(Ib-3) 

Mb5] 



R 1 




, -CR 101 R 102 - -O- -CO- -NR 101 - -CONR 101 - -NR 101 CO- -NR 101 C 
(O)NR 102 -, -NR 101 C(O)O-, -NR 101 SO - -SO NR 101 - -S- -SO~t1t 

2 2 

2 

, ^(Dfife<D|E-^(4ft*:w$5lsm8%l^i:ic*^fe-ro fc£U 1, 3, 
-6-[4-^5vW-3-(^y^- W/W^V*— /V) sO*S4/V]-6-TWi/?v C 
3. 2. N-(2, 4-^^/P7^^)-3-[(l, 3, 

k^P[3. 2. l]^^-6—r^)^/V*^]-<^>^^T5K,N-{4-[(l 
, 3, 3-hy^^V-6-T1ft^P[3. 2. l]^-^-6--Y/W)*/V'^/V]73:^/V}- 
2-775h\N-(l, 5-v ? ^^/V-3-^y-2-7i^/W2 l 3-v?tKn-lH-fc°^/ 
-/V-4-^/V)-3-[(l, 3, 3-hyy^/V-6-Tiflf^n[3. 2. l]^^-6-^f/V) 
^/VtK^/VI^^^/V^VT^K, 2, 4—^on-N-{4-[(l, 3, B-Wf-A^- 
6-Tiflf^n[3. 2. l]^^-6—r;W)^^;V]7a:^H-<^XT5F\N-{4 
-[(1, 3, 3-hy^^-6-Tift^n[3. 2. l]t^^-6-^)*M^]7x 
^}^7m>--2-^*^T5H\ 4-(y : V/V^iX)-N-{4-[(l ) 3, 3-hLW 
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/W6-TlFtfi^n[3. 2. 1^^-6-4^)^}/^^/^ ^=-^}^^TS.h\ 2 
-^nn-4, 5-v?:7yM-Ei-N-{4-[(l, 3, Z-YV^JV- 6-Tiftfi/^n[3. 2. l] 

^^-6--fyv)#/V7}^v]:7^— /vj^^xt^k, i, 3, 3-hy^^w6- (4-7* 

y^r^Vi/^)-6-TiftV^n[3. 2. 1]***^ l-{4-[(2, 3, 3-MJ^/V 
-6-Tift^>^o[3. 2. l]^-^^-6— f/V)*^^]7^-^}t°ny^-2, 5- 
4-^on-N-[3-(hy^/V^-o^/V)7^-/V]-3-C(l > 3, 3-hy^/W- 
6-nftfv^n[3. 2. l]^-^^-6-^)^7/V^^V]^>'-^^^>'T5:K % 6-[ 
4-7JV*n-Z-^jVfr])>-4-4;V*;V-fo~;V)s<^/4;V~\-l, 3, 3-hy^A—6 
-TiffV^n[3. 2. 2-^nn-5--ho-N-{4-[(l, 3, 3-hy^yV- 

-6-Tift'->^n[3. 2. l]^^-6-^)^7/V^^]^^/^}^^^^> 
T5h\4-7/V^-n-N-{4-[(l, 3, 3-hy^^-6-Tiftfv-^n[3. 2. 1]*?*- 
6-^)^7/^^^] /W^^V^V^T^R, 2, 4-v ? ^nn-N-{2-[(l, 
3, 3-hy^/W-6-T1flfv^n[3. 2. l~\^^-%-^/V)^;V^;V\7^;V)-< 
^XT5K, 2-^/V-l-({3-[(l, 3, S-W^/V-e-TlFfc^nCS. 2. l]^ 
^-6— f/V)#/Vfc /V]7^/V}^/W7}N^/V)^^Ky>, 2-{4-[(2, 3, 3-hy^ 
/V-6-T-y i f % >^P'[3. 2. l]^-^^-6--T/W)^/V/^^/l-]y^^V}-lH-^y-r^K 
— /V-l, 3(2H)-voa-^ % 4-^d^-N-{2-[(1, 3, 3-hy^^Vl^-6-T1ffc^n 
[3. 2. l]^^-6-^/V)^7/Vfe/V]^ 3 i^/V}^^ifV^7}N^T5:K, 1, 3, 3-h 
y^^/V-6-(3-^hn-4-fc°oy^^-l-^/^^^/V)-6-Tiffc^n[3. 2. 1 
]^^N-{2-[(l, 3, 3-hy^yV-6-Tift'^n[3. 2. l]*?*-6-' </V) 
jj;U#-/]s]y^-/)s}-2-77^\ 3, 3-|>y^/W-6-TlF 

tf^n[3. 2. l^^^-6-^/^)^}^^/V\^<>^>^/V^T^h\ 1, 3, 3-hy 
y^-6-(3-^ha-4-t°^y^-l-^/V^^y^)-6-T1ft^n[3. 2. 1] 
*Wy. l, 3, 3-hy^;v-6-i4-&jvi£Ts-4-J;v?>;v-fr~/v)'<^/s(;v']- 
6-Tiflf^n[3. 2. l]*^^N-{4-[(l, 3, 3-hy^/V-6-T1f tfi^a [3 
. 2. l]^^-6--C/V)^^^]^-^}-l, 2-> ? l:KDT-fe^7^^^-5-^ 
/V7}fdr-y-5:K,4-^yV-N-{2-[(l, 3, 3~hy^^/V-6-Tif t*v-^n[3. 2. 
^-6-^V)#^fe/V]:7:n-/V}^VXT5h\ 1, 2, 2-hy^^-/V-6-[4-y^-/V 
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-3-(k°^yv?y-l--('7V^^/V)-<^-r/V]-6-Tf ; t^>^n[3. 2. 1]*** 
^4-^nn-N-{2-[(l, 3, 3-MJ^/W6-Tift^n[3. 2. l]^^-6-^ 

yJVJ/stoTSK, N-{4-[ &7As*n*1-;V)3-* 
]7xn;V}-2-[(l, 3, 3-hy^/W6-T-tft'^n|:3. 2. l]^*-6-^)# 
;V7H^/V]T^y^*5 = tU J N-(4-^^7 3 :^7V)-3-[(l, 3, 3-hy^/W-6-TlF 
lfv^p[3. 2. l]^^-6-^)*M^]^yf^;V*y7$K?ri<o)"e^ 
£ft5ff^<DfBHSl3TO«<7>ffc-^ 0 
[10] -jg^dc-l) 

urn 



R 1 




*<D|Sffl3l3TOitCDlfc-^o 
[11] (1)4-[(1, 3, 3-M>^^;V-6-Tiftf^n[3. 2. l]^^-6--f^)^V]^y 
y~|>y/K (2)6-[4-(Ty/V^-^i/)-<^v ? /V]-l ( 3, 3-hIW^-6-71flfv^ 
n[3. 2. \\*?Ty, (3)6-[(6-^h^ri/-2-^7^)^/V]-l, 3, 3-h!W/V 
-6-71^^0 [3. 2. l]***^ (4)6-[2, 4-fc**(2-^ofc 0 ~/^^>)^:/ 
SW-l, 3, 3-hyp<^-6-Tiffc^n[3. 2. l]^*^ (5)1, 3, 3~hy^ 
^-6-[4-(2-^nt°^/^df-^)^y> ? /V]-6-TlFt^D[3. 2. \\jrt^y, (6 
)6-[3-7/V^-o-4- (2-^0 t°-^^^)-<y ^1-1, 3, 3-MW/W-6-T1P 
lf^a[3. 2. l]***^ (7)6-[3-^pn-4-(2-7°nk°=.;V^v')^>v?;U]- 
1, 3, 3-hy^V-6-Tifb*i/^o[3. 2. \~\*>7$> s (8)1, 3, 3-hy^/l^-6-[ 
S-^hn^-Ca-^nt'-zV^-^^^/^-e-Tlft^^PCS. 2. i]^^y, 
(9)1, 3, 3-hy^^;l-6-[4-(2^^^^^)^^/V]-6-TiJ i t'^n[ 
3. 2. l]***^ (10)6-[4-(3-y^^^iy)^<>> ? ^]-l ) 3, 3-hy^fvW 



WO 2005/035534 



160 



PCT/JP2004/014864 



-6-71ft^*n[3. 2. (11)1, 3, 3~V)^)V- 6-[4-(3— 

y^df-iX)^<^/V3-6-Tift^D[3. 2. l]***^ (12)1, 3, 3-W7s>- 6 
-[4-(4^^=^^i>')'<>'^]-6-T-rt*^n[3. 2. (13)5 
-(2-7 p Pb°^/V^^)-2-[(l, 3, 3-MJ^^/l— 6-7lFtf^i3[3. 2. l]*^* 
-6->f/V) ^fvV] 7*7— (14) 6-[2-7h^-4-(2-7nfc^/lo^>0 
/V]-l, 3, 3H>!^^-6-7lFfc^n[3. 2. l]*?*^ (15)6-[2-*nn-4- 
(2-^ot^V^-drv/)-<^> ? /V]-l, 3, 3-M)^^W6-Tiflfv'^a[3. 2. l]* 
;?*7, (16)6-[2-^hdr^-4-(2-^ot^V^"»^<^/V]-l, 3, 3-h!)^ 
/I— 6-Tlffc^>^ci[3. 2. (17)6-[2-7>^-4-(2-7nfc°^/V;*-=¥ 
^)^V^V]-1, 3, 3-hU^/W-6-Tift^D[3. 2. l]:^*7, (l8)6-(4- 
tertr-T^A^JoAfAO-l, 3, 3-by^/V-6-7lFtfv^t2[3. 2. l]:^*7, ( 
19)6-(^n^^A'*/u#=A')-l, 3, 3-MJ^^/V-6-TlPlf^n[3. 2. l] 
(20)1, 3, 3-hy^^W-6-(2-^7MyV)-6-Tiflf^n[3. 2. 1]* 
^*7, (2l)6-[4-(^^V^i/)-<^yV^]-l, 3, 3-hV*7-/>-6-7Wis 
?ul3. 2. (22)6-(4-^/WOV-fA')-l, 3, 3~hy^^-6-T 

U*tfV*n[3. 2. (23)6-(4-7h^7^77V|VV)-l, 3, a-HWA' 

-6-Tiftf^c[3. 2. 1]***>\ (24)1, 3, 3-hy^5vV-6-(4-:/nt:7W<;x 
yV/V)-6-Tift^n[3. 2. l]^*^:}oJ;t/(25)6-(4-^h^^77-(7V) 

-l, 3, 3-hy^^/v-6-r-y-v^n[3. 2. iw^^htihmt^maf^m^ 

ofBfflmiTOic^b^o 

[12] -JfesSd) 
Wfc7] 




(5£*\ -f--<-COfd^-{*m^O«5SBl^i:lRlClc!*^^1-o )T^£*i^b^ 

[13] ^*^S^frtt^J^^»*©«5ffllRi2TOic©ESSII^». 
[14] ^*^S^fr* J CXCR3^&5f**©ffifflJgl3^|E«tOEIg«ai««»o 
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-YKii, ftgrnum, m&mmm. m&mm. rmmmBmrn. tnf « pi^h 

, ^n^^^^^^PI^m^ IL-lfflSH, IL-6BEg|& <4l/9-7=xil/ 

[19] -^(Ia) 
Hb8] 



H H 




[20] iip-HSDmmmxhm*<D&mmi2mmM<DmmMVoo 

[22] mmm^u/^tammm^m&on^u/^tcnmmixh^m^m 
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[24] -«5£(Ib) 



[25] -05*; (Ic) 




Wbio] 
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*K:i8tt5CXCR3£tg^S;frifc„ 
[28] CXCR3fifttSUSr»i3t-r5fc«)0, »*©«SHHl^fE*©-«^(I)t?*$n* 

[29] i»^©ttffl®i3gia*©--jRS:(i)'"C**tv5'fb-&«j, zcoMltfd&znimfa® 

fefC&ttSl 1 0 -HSDl£M-r5#fe„ 

[30] »*<0iSffllKi3SlB*©-jtt^:(i)-e^$*iS'fk^«i, *<omfcttt<ommto 

[31] ii &-Hsmmm*%ttziz*>to. m*<Dfcmm\mm<D-®&<X)x^ 
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CLAIMS 



[1] Compounds represented by general formula (I) 
[Chemical Formula 1] 



(wherein, the ring A indicates a heterocyclic bicyclo ring or heterocyclic tricyclo ring that may 
also contain nitrogen atoms, oxygen atoms and sulfur atoms and that may have substituted 
groups, the ring B indicates a cyclic group that may have substituted groups and Y indicates a 
bond connection or a main chain spacer of 1 to 4 carbon atoms), a salt thereof, a solvate or a 
prodrug. 

[2] Compounds as described in Claim 1 in which ring A may have the substituted group 
[Chemical Formula 2] 



(wherein, m and n are, respectively, independent integers of 1 to 6 and p and q are, 
respectively, independent integers of 1 to 6; provided that the sum of p and 1 is 6 or less). 

[3] Compounds as described in Claim 1 in which ring A may have the substituted group 

[Chemical Formula 3] 



[4] Compounds as described in Claim 1 in which ring B is a cyclic hydrocarbon. 

[5] Compounds as described in Claim 1 in which Y is a main chain spacer of 1 to 4 carbon atoms 
that contains a hydrogen bond receptor group. 



[6] Compounds as described in Claim 1 in which Y is -CO-. 

[7] Compounds as described in Claim 1 in which Y is a methylene group. 



WO 2005/035534 PCT/JP2004/01 4864 2 

[8] Compounds as described in Claim 3 as represented by general formula (Ia-2) 
[Chemical Formula 4] 

H 1 

[wherein, R 1 , R 2 and R 3 , respectively, are independent and indicate hydrogen atoms^or Cj. 8 
alkyl groups and ring B 1 indicates a cyclic hydrocarbon that may have substituted groups; 
provided that 6-(3,5-dimethoxybenzyl)-l,3,3-trimethyl-6-azebicycIo[3.2.l] octane, 6-(2,6- 
difluorobenzyl)- 1 ,2,3-trimethyl-6-azebicyclo[3 .2. 1 ] octane, 6-(4-chIorobenzyl> 1 ,3,3- 
trimethyl-6-azebicyclo[3.2.1] octane, 2-{4-[(l,3,3-trimethyl-6-azebicyclo[3.2.1]octa-6- 
yl)methyl]phenyl}-5,6-dihydroomidazo[4,5,l-jk][l,4]benzoazepin-7(4H>one, 1,3,3-trimethyl- 
6-(3-nitrobenzyl)-6-azebicyclo[3.2.1] octane, 6-benzyl-l,3,3-trimethyl-6-azebicyclo[3.2.1] 
octane hydrochloride, 2-iodo-6-methoxy-4*[(l,3,3-trimethyU6-azebicyclo[3.2. l]octa-6- 
yl)methyl] phenol, I,3,3-trimethyl-6-<3-phenoxybenzyl)-6-azebicyclo[3.2.1] octane, 1-{(1R, 
5S>- 1 ,3 ,3-trimethyl-6-azebicyclo[3 .2. 1 ]octa-6-y l]methyl } -2-naphthol, 6-(5-bromo-2,4- 
dimethoxybenzyl)- 1 ,3,3-trimethyl-6-azebicycIo[3.2. 1 ] octane, 6-(4-methoxy-2,5- 

dimethylbenzyl)-l,3,3-trimethyl-6-azebicyclo[3.2.1] octane, 6-(4-methoxy-3-methylbenzyl)- 
* l,3,3-trimethyl-6-azebicyclo[3,2.1] octane, 6-[(2-methoxy-l-naphthyl)methyl]-l,3,3- 
trimethyl-6-azebicyclo[3.2.1] octane, 6-benzyl,l,3,3-trimethyl-6-azebicyclo[3.2.1] octane, 6- 
[2-(allyloxy)benzyl]-l 5 3,3-trimethyl'azebicyclo[3.2.1] octane, l,3,3-trimethyl-6-(4- 
nitrobenzoyI)-6-azebicyclo[3.2.1] octane, 4-[4-(l,3-benzothiazol-2-yl)-5-methyl-lH-pyrazol^ 
3-yl]-6-ethyl-2-[(l,3,3-trimethyl-6-^ 1- 
[(l,3,3-trimethyI-6-az€bicyclo[3.2.1]octa-6-yl)methyl]-2-naphthol, 6-(5-bromo-2- 
methoxybenzyi)- 1 ,3,3 -trimethyI-6-azebicyclo[3 ,2.1] octane, methyl 4-[ 1 ,3,3-trimethyl-6- 
zebicyclo[3.2.1]octa-6«yl)methyI] benzoate and 6-(4,5~dimethoxy-2-nitrobenzyl)-l,3,3- 
trimethyl~6-azebicyclo[3 .2.1] octane are excepted. 

[9] Compounds as described in Claim 3 as represented by general formula (Ib-3) 

[Chemical Formula 5] 



R 1 




[wherein, the ring B 2 indicates a cyclic hydrocarbon, which may have substituted groups, X 
indicates a bond connection, -CR^R 102 -, -0-, -CO-, -NR 101 -, -CONR 101 -, -NR 101 CO-, 
NR ,0, C(O)NR 102 -, -NR m C(0)0, -NR ,0, SO r , -S0 2 NR 101 -, -S-, -SO- or -SO r , the ring D 
indicates a cyclic group that may be substituted, R 101 and R 102 , respectively and independently, 



taw**"** - 
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indicate hydrogen atoms or hydrocarbon groups that may be substituted and the other symbols 
have the same significances as in Claim 8; provided that l,3,3-trimethyl-6-[4-methyl-3- 
(piperidin-l-ylsu!fonyl)benzoyl]-6-azebicyclo[3.2.1] octane, N-(2,4-dimethylphenyl)-3- 
[(l,3,3-trimethyl-6-azebicyclo[3.2.1]octa-6-yl)carbonyl] benzene sulfonamide, N-{4-[(l,3,3- 
trimethyl-6-azebicyclo[3,2.1]octa-6-yl)carbonyl]phenyl}-2-furamide J N-(l,5-dimethyl~3-oxo- 
2-pheny 1-2,3 -bicyclo- 1 H-pyrazol-4-yl>3 -[( 1 ,3 ,3 -trimethy l-6-azebicyclo[3 .2 . 1 ]octa-6- 
yl)carbonyl] benzene sulfonamide, 2 5 4-dichloro{4-(L3,3-trimethyl-6-azebicyclo[3.2.1]octa-6- 
yl)carbonyl] phenyl } benzamide, N- {4-[( 1 ,3 ,3-trimethyl-6-azebicyclo[3 ,2. 1 ]octa-6- 
yl)carbonyl]phenyl} thiophene-2-sulfonamide, 4-(decyloxy)-N-{4-[l,3,3-trimethyl-6- 
azebicyclo[3.2.1]octa-6-yl)carbonyl]phenyl} benzamide, 2-chloro-4,5-difluoro-N-[{4-[(l,3,3- 
trimethyl-6-aziebicycio[3.2.1]octa-6-yl)carbonyl]phenyl} benzamide, l,3,3-trimethyI-6-(4- 
phenoxybenzoyl)-6-azebicyclo[3.2.1] octane, l-{4-[(2,3,3-trimethyl-6- azebicyclo[3.2.1]octa- 
6-yl)carbonyl]phenyl}pyridine-2,5-dione, 4-chloro-N-[3-(trifluoromethyl)phenyl]-3-[(l,3,3- 
trimethyl-6- azebicyclo[3.2. l]octa-6-yl)carbonyl] benzene sulfonamide, 6-[4-fluoro-3- 
(morpholin-4-ylsulfonyl)benzoyl]- 1 ,3,3-trimethy 1-6- azebicyclo[3 .2.1] octane, 2-chloro-5- 
nitro-N-{4-[ 1 .3 .3-trimethyl-6- azebicyclo[3.2. 1 ]octa-6-yl)carbonyl]phenyl} benzene 

sulfonamide, 4-fluoro-N-{4-[(l,3 s 3-trimethyl-6- azebicyclo[3.2,l]octa-6-yl)carbonyl]phenyl} 
benzene sulfonamide, 2,4-dichloro-N-{2-[l,3,3-trimethyl-6- azebicyclo[3.2.1]octa-6- 
yl)carbonyl]phenyl} benzamide, 2-methyl-l-({3-[(l,3,3-trimethyl-6-azebicyclo[3.2.1]octa-6- 
yl)carbonyl]phenyl}sulfonyl) indoline, 2-{4-[(2,3,3-trimethyl-6-azebicyclo[3.2.1]octa-6- 
yl)carbonyl]phenyl}-lH-isoindole-l,3(2H)-dione, 4-bromo-N-2-{2-[(l,3,34rimethy1-6- 
azebicyclo[3.2.1]octa-6-yI)carbonyI]phenyl} benzene sulfonamide, l,3,3-trimethyl-6-(3-nitro- 
4-pyrolidin-l -ylbenzoyl)-6-azebicyclo[3.2. 1] octane, N-{2-[(l,3,3-trimethyl-6- 

azebicyclo[3.2.1]octa-6-yl)carbonyl]phenyl}-2-furamide, N-phenyl — 4-[(l,3,3-trimethyl-6- 
azebicyclo[3.2. 1 ]octa-6-yl)carbonyl] benzene sulfonamide, 1 ,3,3-trimethyI-6-(3-nitro-4- 
pipertdin-l-ylbenzoyl)-6-azebicyclo[3.2.1] octane, l,3,3-trimethyl-6-[4-(morpholin-4- 
ylsulfonyl)benzoyl]-6-azebicyclo[3.2.1] octane, N-{4-[(l,3,3-trimethyl-6- 

azebicyclo[3.2. 1 ]octa-6-yl)carbpnyl]pheriyl} - 1 ,2-dihydroacenaphthyIene-5-carboxamide, 4- 
methyl-N-{2-[(l,3,3-trimethyl-6-azebicyclo[3.2.1]octa-6-yl)carbonyl]phenyl} benzamide, 
l,2,2-trimethyl-6-[4-methyl-3-(piuperidin-l-ylsulfonyl)benzoyl]-6-azebicyclo[3.2.1] octane, 
4-chloro-N-{2-[l,3,3-trimethyl-6-azebicyclo[3,2.1]octa-6-yl)carbonyl]phenyl}benzene 
sulfonamide, N-{4-(difluoromethyl)thio]phenyl}-2-[(l,3,3-trimethyl-6-azebicyclo[3,2.1]octa- 
6-yl)carbonyl] aniline and N-(4-methylphenyl)-3-[l,2,3-trimethyl-6-azebicyclo[3.2.1]octa-6- 
yl)carbonyl] benzene sulfonamide are excluded. 

[30] Compounds as described in Claim 3 that are represented by general formula (lc-1) 

[Chemical Formula 6] 




WO 2005/035534 



PCT/JP2004/014864 4 



(wherein, the ring B 4 indicates a furan or thiophene ring that may also have substituted groups, 
and the other symbols have the same significances as described in Claims 8 and 9). 

[11] Compounds as described in Claim 1 that are selected from a group comprised of (1) 4-[l,3,3- 
trimethyl-6-azebicyclo[3.2.1]octa-6-yl)methyl] benzonitrile, (2) 6-[4-(allyloxy)benzyl]-l,3,3- 
trimehtyl-6-azebicyclo[3.2.1] octane, (3) 6-[(6-methoxy-2-naphthyl)methyl]l,3,3-trimethyl-6- 
azebicyclo[3 .2.1] octane, (4) 6-[2,4-bis(2-ppropynyloxy)benzyl]-l ,3,3-trimethyl-6- 
azebicyclo[3.2.1] octane, (5) l,3,3-trimethyl-6-[4-(2-propynyloxy)benzyl]-6-azebicyclo[3.2.1] 
octane, (6) 6-[3-fluoro-4-(2-propynyl)benzyl]-l,3,3-trimethyl-6-a2ebicyclo[3.2.l] octane, (7) 
6-[3-chloro-4-(2-propynyloxy)benzyl]-l ,3,3-trimethyl-6-azebicyclo[3 .2.1] octane, (8) 1 ,3,3- 
trimehtyl-6-[3-nitro-4-(2-propynyloxy)benzyl]-6-azebicyclo[3.2.1] octane, (9) 1,3,3-trimethyl- 
6-[4-(2-pentynaloxy)benzyl]-6-azebicyclo[3.2.1] octane, (10) 6-[4-(3-butynyloxy)benzyll,3,3- 
trimethyl-6-azebicyclo[3.2.1] octane, (11) l,3,3-trimethyl-6-[4-(3-pentynyloxy)benzyl]-6- 
azebicyclo[3 .2. 1 ] octane, (12) 1 ,3 ,3 -trimethy l-6-[4-(4-pentynyloxy)benzyl]-6- 
azebicyclo[3.2.1] octane, (13) 5-(2-propynyloxy)-2-[(l 5 3,3-trimethyl-6-azebicyclo[3.2.1]octa- 
6-yl)methyl] phenol, (14) 6-[2-methoxy-4-(2-propybyloxy)benzyl]-l ,3,3-trimethyl-6- 
azebicyclo[3.2. 1 ] octane, (1 5) 6-[2-chloro-4-(2-propynyloxy)benzyl]- 1 ,3,3-trimethyl-6- 
azebicyclo[3.2.1] octane; (16) 6-[2-ethoxy-4-(2-propynyloxy)benzyl]-l,3,3-trimethyl-6- 
azebicyclo[3.2.1] octane, (17) 6-[2-butoxy-4-(2-propynyloxy)benzyl]-l,3,3-trimethyl-6- 
azebicyclo[3 .2. 1 ] octane, ( 1 8) 6-(4-tert-butyIbenzoyl)~ 1 ,3,3-trimethyl-6-azebicyclo[3.2. 1] 
octane, (19) 6-(cyclohexylcarbonyl>l,3,3-trimethyl-6-azebicyclo[3.2.1] octane, (20) 1,3,3- 
trimethyl-6-(2-naphthy l)-6-azebicyclo[3 .2.1] octane, (2 1 ) 6-[4-(hexyloxy)benzoyl]- 1 ,3 ,3- 
4 trimethyl-6-azebicyclo[3.2.1] octane, (22) 6-(4-butylbenzoyl)-l,3,3-trimethyl-6- 
azebicyclo[3.2.1] octane, 6-(4-butoxybenzoyl)-l,3,3-trimethyl-6-azebicyclo[3.2.1] octane, (24) 
l,3,3-trimethyl-6-(4-propylbenzoyl)-6-azebicyclo[3.2.1] octane and (25) 6-(4-ethoxybenzoyl> 
1 ,3 ,3 -trimethy l-6-azebicyclo[3 .2.1] octane. 

[12] Medicinal drug compositions that contain the compounds indicated by general formula (I) 
[Chemical Formula 7] 




salts, solvates or prodrugs thereof. 

[13] Medicinal drug compositions as described in Claim 12 which are chemokine receptor 
antagonists. 

[14] Medicinal drug compositions as described in Claim 13 in which the chemokine receptor is 
CXCR3. 
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[15] Medicinal drug compositions as described in Claim 14 which are preventive and/or therapeutic 
agents of CXCR3 mediated diseases. 

[16] Medicinal drug compositions as described in Claim 15 which are preventive and/or therapeutic 
agents of inflammatory and allergic diseases. 

[17] Medicinal drug compositions as described in Claim 16 which are preventive and/or therapeutic 
agents of autoimmune diseases. 

[18] Medicinal drugs in which are combined one of more of compounds represented by general 
formula (I) described in Claim 1, salts, solvate or prodrugs thereof and nonsteroidal 
antiinflammatory drugs, disease-modifying antirheumatic drugs, steroidal drugs, 
immunosuppressant drugs, antiinflammatory enzyme drugs, cartilage protecting drugs, T cell 
activity inhibiting drugs, TNFa inhibiting drugs, prostaglandin synthesizing enzyme inhibiting 
drugs, IL-1 inhibiting drugs, interferon y acting drug, prostaglandins, phosphodiesterase 
inhibiting drugs, metalloproteinase inhibiting drugs and chemokine receptor inhibiting drugs. 

[19] Medicinal drug compositions as described in Claim 4 that contain compounds represented by 
general formula (la) 

[Chemical Formula 8] 



(wherein all of the symbols have the same significances as in Claim 1), salts, solvates or 
prodrugs thereof. 

[20] A medicinal drug composition as described in Claim 12 which is a 1 1(3-HSD1 inhibitor 

[21] A medicinal drug composition as described in Claim 20 which is a preventive and/or 
therapeutic agent of diseases attributable to Cortisol production. 

[22] A medicinal drug composition as described in Claim 20 which is a preventive and/or 
therapeutic agent of diabetes mellitus and/or complicating conditions of diabetes mellitus. 

[23] Medicinal drugs in which are combined one or more selected from compounds represented by 
general formula (I) described in Claim 1, salts, solvate or prodrugs thereof and sulfonyl urea 
blood sugar lowering drugs, biguanoid preparations, aglucosidase inhibiting drugs, rapidly 
acting insulin secretion promoters, insulin preparations, DPP4 inhibiting drugs, GLP-1 
receptor acting drugs, (33 adrenaline receptor acting drugs, PPAR agonists, fibrate preparations 
and drugs for treating complicating conditions of diabetes mellitus. 



H H 
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[24] Medicinal drug composition as described in Claim 20 which contain compounds represented 
by general formula (lb) 

[Chemical Formula 9] 



(wherein, Yl indicates a main chain spacer of 1 to 4 atoms that contains -CO- and the other 
symbols have the same significances as in Claim 1), salts, solvates or prodrugs thereof. 

[25] Medicinal drug composition as described in Claim 20 which contain compounds represented 
by general formula (Ic) 

[Chemical Formula 10] 



which may have substituted groups, ring B 3 indicates a cyclic group which may also have 
substituted groups and the other symbols have the same significances as in Claims 1 and 9), 
salts, solvates or prodrugs thereof. 

[26] A method for antagonizing CXCR3 in mammals characterized in that effective quantities of 
compounds represented by general formula (I) in Claim 1 , salts, solvates or prodrugs thereof 
are administered to mammals. 

[27] A preventive and/or therapeutic method for CXCR3 mediated diseases in mammals 
characterized in that effective quantities of compounds represented by general formula (I) in 
Claim 1, salts, solvates or prodrugs thereof are administered to mammals. 

[28] Use of compounds represented by general formula (I) in Claim 1, salts, solvates or prodrugs 
thereof for manufacturing CXCR3 antagonists. 




(lb) 




(wherein, the ring A indicates 



[Chemical Formula 1 1] 




wis 
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[29] A method of inhibiting lip-HSDl in mammals characterized in that effective quantities of 
compounds represented by general formula (I) in Claim 1, salts, solvates or prodrugs thereof 
are administered to mammals. 

[30] A preventive and/or therapeutic method for diseases attributable to Cortisol production in 
mammals characterized in that effective quantities of compounds represented by general 
formula (I) in Claim 1, salts, solvates or prodrugs thereof are administered to mammals. 

[31] Use of compounds represented by general formula (I) in Claim 1, salts, solvates or prodrugs 
thereof for manufacturing 11 P-HSD1 inhibitors. 



